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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical^ acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R'° represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 1 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 '' do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R" represents alkyl, alkenyl, alkynyl oraralkyl. 
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U7V-JKl-fJW 7"a#*:>]-4-*;fyUx;H ^ir->)7i^]- 
N' -If^7U7, 

N-[2 4-( { 6 h*->- 7 -[2- (4-/?;i/b'^7->V) 

Xh^y)-4-+tyjZJH t+y)7i^]-N' -X^;i/?|/7, 

N — (2 -^nn-4- {[6-*h*->-7- (2-tMU;xh + y) 
-4 -+^- , / l J-^]^-+^} 7iX^ — N ' -XWl/Z, 

N- (2-JDD-4 - {[6-*h*->-7 - (3 -^E^ijyyD^^^) 
- 4 -^-i-^^-^pr^-i/) 7iXJW -N' -X^WUZ. 

N-[2-^DD-4-( {6- / h*->-7-[2- (^3^7 5/) Ih 
+ y]-4-WJx;H t+y)7iXJl']-N' -X?;i/£|/7. 

N-[2-^DD-4-( ( 6 h + ->- 7 -[2 - (lH-l-fSy'/'J 
;U) xh^y]-4-+t , /'JxjH t+y)7ixjl/]-N' - y'n tf;u^ U7. 

N-[2-^DD-4-( (6-^h + y-7-[2- (1H-1, 2, 3 - h 

U7 7-;u- i --r;u) xh+y]-4-WJx;n ^-+^)7xxji,]-n 

' -Zfu ¥)V^U7, 
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N-[2-^OD-4-( {6-*h*->-7-[3- (1H-1, 2, 3 - h 

N- (2-^on-4- {[6-*b*v-7- (3-^'jyyn^'» 
-4-+t7 , J-Jl']^y) 7xnJU) -N* -7W;U7l^7, 

N-[2 -7 □□- 4 -( {6-* H*->-7-[2- (y^WS/) Xh 
+ ->]-4- + ^-yj-^} t+y)7i-jl/]-N' -7°Ptf;i/7I/7, 

N-[2 -7 □□- 4 -( { 6 h + ->- 7 -[2 - (1H- 1 — i"S ^VU 
JlO Ih+y]-4-WJ-;H ^y)7i-Jl/]-N' -7^71^7. 

N-[2-70D-4-( (6-* h^->- 7-[2- (1H-1, 2, 3 - h 
V7V-JV- 1 — fJM Xh + y]-4-^ 1 /UnJH t+y)7x-Jl/]-N 
* -7^;U7U7. 

N-[2-^on-4-( (6-/h + ->-7-[3- (1H-1, 2, 3 - h 

U7V-;u- 1— r;w t'd 4 -*±v*u-;u] :**->)7x-;u]- 

N' -7^;U£l/7, 

N-[2 -7 □□- 4 -( {6-^h^->-7-[2 - (4-^^;Utf^7^y) 
lh^y]-4-^t , /U-JH ^y)7xZ;i/]-N' -7"^9l/7, 

N- (2-£DO-4- {[6-* h*is-7- (2-WJ/lh + y) 
-4-^ , /'J-Jl']^y) 7x-;U) — N ' -73^7 1^7. 

N- (2-2DD-4- {[6-^h + ->-7- (3 -^e;i/^U y"7°n^^-» 
-4-^t , / l J-;^+yl 7x-;i/) — N ' -73MI/71/7. 

N-[2-7PO-4-( { 6 h*is- 7 -[2- (y^W5» Ih 
^^]-4-+±yU-JH ^->)7i^]-N' -7*^91x7, &=ktf 

N-[2 -7 □□- 4 -( {6-* b*->-7-[2- (5** 9^75 7) Ih 
+y]-4- + yjJH ^->)7i-JI/]-N' -7'Dtf;U7I/7, 

13. N- {2-7DP-4- [(6. 7--7* h ^ ^ - 4 - ^ 7 U JW) 
7i"JH — N ' -7*DtfJI/7U7, 

51. N-(2-7DD-4-{[6-^ h*~>-7- + 
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-4- + y'JJl/] 7x-JP) — N ' - (2, 4-y7M0 7x"JW 

62. N — {2-2DP-4 - [(6, 7-v* h*->- 4 -+^VU x;U) 
->] 7xx;U} -N' -7"nfcMP£U7. 

7 6. N — {2-^DD-4-[ (6, 7->7h^y-4-WJz;W t 
+ y]7i-M — N ' -X3MU21/7, 

117. N-{2-£DD-4- [(6, 7-3?* h^^-4-^± 4 /'J^;U) * 
7xXJU}-N' -*^;U7t/7. 

119. N — (2-*DD-4- {[6-* h + y-7-(3-tMU;7°0# 
^S/)-4-+^-V'J-;H ^=^->) -N' -7'Dt:Jl/7U7, 

135. N- (2 4 - {[6 -* h + ->- 7 - ( 3 - fcf< D 3V 7°P 

#=^-» - 4-+^- , / l J-^]^+->} 7HJW -N' -yDtr;u>>k7. 

142. N- (2-*OD-4 - {[6-*h*->-7- (3-K"J-Wh* 
•» -4~=W ^Jl)^'» 7xX;U) — N ' -7 , Ptf^'7k7, 

143. N- (2-0DO-4- {[6-*h*->-7- (4-t!'Jy;M 

-» -4-=^y u;u]^->) 7x-;u) -n' -7'Dtr;i"?i/7. 

144. N — (2-^OD-4- {[6 7 - (2-Wjyih 

+-» -4- + y u;h^+->} 7i^m -n' -7'otr;i'7i^7» 

145. N-[2 -9 □□- 4 -(6 -* h^ris- 7 - {[2- (1H-1. 2, 
3 - hU7 , /-JU- 1 -4M lh + y]-4- + /'JJH ^->)7i^]- 
N' -7Dtf^ I 7l/7, 

146. N-[2 □□- 4 - (7- {[2- ( 1 H — 1 —'IS.fWM Xh 

+->]-6-^ h+->-4- + yj;u} ^->)7xx;i/]-N' -7"Dtr;i/7U 

7, 

14 8. N— [2 -?on-4 - (6-* h**>-7- {[2 - (4-*^;Hf^ 

7-77) ik->] -4- + yj;H **^) 7xx;i/] -n' -y'aEJiou 

149. N- (2 -0 OD- 4 - {[7- (2 - 1 h*D + ->X K + x) -6-* 
h^->-4 V)V)tt'» 7xX;W -N' -7°Dt:;i/7U7> 
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15 1. N — (2-£DO-4- {[6-^h + ^-7- ( 3 - =E )lt\V / 7' n 
- 4-*S 7x-;U) — N' -7at?J!/9U7, 

152. N-[2-i7DD-4- (6 - * h*->- 7 - {[3- U-p^H^ 
5vV) 7°D^+v]-4-^y 7x-;i/]-N' -7atMI,9U 
7, 

153. N-[2 □□- 4 - (6 7 - {[3- (1H-1, 2, 

3- hu 77-^-1 fJW 7*D#*->]-4-*y u;H 7x-;u] 

-N" -7*Dfc?;U9U7, 

157. N- {2-^DO-4-[(7 - {3-[ (2 - 1 Fo+yXf;W 

— n ' -7*ae;u^u7. 

159. N- {2-£DO-4-[(6-* K*->-7- {[5- (1H-1. 2, 

-;W -N ' -7ntf;i/^7U7, 

160. N-[2 - (7- {[4- (lH-l-'f 5^7UJW 7h 
+ ->]-6-/h + ->-4-*/'JiH 7i^]-N' -7D^^1/ 
7, 

162. N- (2-£DO-4- {[6-* h*->-7- (2-WJ/Ih 
- 4 7x-;i/) — N ' - (2, 4-y'7^tP 

7X-JU) 9 1/7, 

163. N- (2 -£PD-4- {[6-/h + ->-7- O-^'jy^D 

-4-+^-7'J^;i/]^-+->) 7x-;u) -N' - (2, 4-->*7;u^- 

D7x~;U) 91/7, 

164. N-[2 -£DD-4 - (6-^h=^x-7- ([3- (4-^^;Hf^ 
7yy) 7d#+*>]-4-*^7U^;H 7x-;i/]-N' - (2, 4 
-y7M07i^).'71/7, 

165. N — {2-£DD-4-[ (7 - {3-[ (2-fc Ko + j/I^W 
5^) 7$;]7"D^y) - 6 h*->-4-+^-7'J-;U) ^x]7il 
;U} — N ' - (2, 4-y7MD7iZ;W 9U7, 
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168. N— (2-2PD-4- {[6-* 7 - O-^U/yo 

UJU]=*-*v) 7iZjb) — N' - (2, 4->'7MD7 

x-;U) 7l/7> 

169. N- (2-7PP-4- {[6-^K^>-7- O-tfUvJMh* 
-» -4-*yj;V]**->} 7xZJW -N' - (2, 4->*7MD7x- 
;W »7U7, 

170. N-[2 PP- 4 - (6-^h^->-7- {[2- (1H-1, 2, 3~ 

hU7V-;p-i— f;w x>+y]-4-+y>j;n 7x-;i/]-N" 

- (2, 4-^7MD7i-M £^7. 

184. N — (2-^OD-4 - {[6-* h + ->-7- (3 - tf^'J vV7*P# 

-4-^^7'J-;u] 7x-;u) — n ' -^;i^ix7 

185. N- (2 -£PP-4- {[6-* h^i>-7- ( 3 - tf^ >J v/ 7*P# 
-4-*^-7'J^W 7i-JW -N ' -X^l/>7l/7, 4J«klX 

1 8 6. N- (2-7PP-4-{[6-*h*v'-7- (4 - tf U K^vO 
-4-^y'J;U] 7i-;W -N" -.(2, 4-y7MD7x-Jl/) 

62. N- {2-2DD-4- [(6, 7-y/h + x-4-^r7" , / l J-;W 
->] 7x-JH — N ' -7"Dtr;P^7U7, 

142. N- (2 -7PO-4- {[6 h*is- 7 - (3-fcf'Jv;Mh* 

-» -4-^y u;u]^-^->} 7x-W -n' -7 , ntf;u7U7, 

169. N- <2-£pp-4- {[6-*h*v-7- O-KU^Wh* 
-» -4-*/ U;U]^+-» 7i^) -N' - (2, 4-y*7MD7i- 

09 £ iTtit h U -7Ai. # U VLMt. fcH*JUv«7A^©«k-5/ e c7^* U &Ji 



WO 00/43366 



PCT/JPOO/00255 



- 18 - 

#589iCJ:*fl:£4btt, Sfc. iS&fnfc t-f-Sd^Ti* 
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KUzoTfiifiTtS. 81* tf, A-*?UU*rJ U >R3l#li. Org. Synth. Col. V 
ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)* fcfiW098/47873fcffiifc$ 

>g§S#te, J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

a&s^tt, 4 v/u $r, (i) *Afii^f;«* 

;i/A75 KtSJKSii-T+^V'P (S3i£0il3 4*JH). (2) 

^□>«*#fciDl»Ta (BJ60S3 5i5«k^3 6#JS> dttJ: 0®!iiT#5. 

(1) tC^ViT«^E#KxXx;U<i:^;i/A7;i/7 :; k K©^©#STTS^j1 

V o £ s^ttfl: 'J > £ £*a^1~ 5 £ t \z «t o sfcifi-r 5 

©#-JKWT&5. H©«-&, *^-V/U>«l«#©R^tt*<«fcV»fc©C»*SE©j^ 

(2) t*^»Tfih;i'X>sfctt^;i/*7>©#STT?R«**%ie-rsfc©. »K 
p+y u>«w#*6v>tt«s-rs+^-i/u>»iw#*fpffl**. 4- tho 
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(§3^00 3 7 ££#3 8M). ^OK*Tf±*Si6©7x>/-;Mff*J:aC4- 
fc, l!l4J5J£-*Tf»5N-7;U*;i/7S ^x^y-^^/'J SHI'S C £ 
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mit u ^v&tjus. - ^A^tZct oitTc-rs zLb\z£v. R'lzm&mzmxt 

-Ta^fcT** (II IB). 

(0 = C = N-R") M^t (112). £g **fc?-HJ 
£A) <D#£TiiMifc7;i/*Jl/fl;3!l (R l0 H a 1) ZftmZltZ (IS 3) £<h 
IZcfcO^: (I) ®fl5-&tt£«iST3S. 

cttS TK^-ft;-^- h u #a) #£T. aaa7;p*;wka (r'h a l; 

R"H a 1 ) ZftmZ&ZZtlZ^-oTbmXT-tZ (Ig5*J:tf7). 

Settle, ttlffl©^ftK:«eoT-fV->7^--h«i»#*M3f-B-53ft», &Slr>tt 
£g («*tf, HJX3MU7S» _ OFFSET hU*zy>SS*D^tjgS75t7;U+ 
;U75> (R"NH 2 . R'°R"NH) Z t\Z «fc 0MiST#^> (114 

&<fctf 6). 

*/U>SI0 7ti^ftj£<0fi&g£#-rs&&#tt, x^-A3l;t 
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X^-A 3 
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fc4-i'DD+; | j>88flEBi4t5t4- (7$;7i;^-» *yy> 
m%ftfc.mmmz&ft<Diimzm^ v is7i--hmm>w co=c=n-r") 

5> (R"NHi) £flUB£l*S££fc:«fcD£U7S#££j£T#S. 

*/U>SI±© 7 &©*«*©#«£ (PG) £Rfc5fcU £S©#£E 
TADy^bJKA (R !J 'Hal> R"' IJRWJl/D^ySt^-5)if ©7 

) $fPffl$-&4ci:K:«kO, **wi7;m-;nBti*tf: (r"* 

>IR0 7{ll[t7J^ + ^S*#-r-5*«0<fc'&«j*a!iiT#S. 

^^R^{;ffl^S/\Dy>'fb7;i/4 i ;KirfJgg^nT^-5^, *3W*J.Ajn.Che 
m.Soc.,1945,67,736^(Zl2m©7JS|3^^ Tffl jgT* 5. 

e^S^f'ffl ^ 5 7;H3 -;HSW<*:J4rpJESnTV>*^, § WiJ.Antibiot.(l 
993),46(1),177, Ann.Pharm.Fr.l977,35,503^«CfEiJ©7jS tt^-p T§2i£T#5. 
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2 -75 J -£lfglXf;^i*H J.Med.Chem.l977,20,146$?K:Ett© 
^fCt^ t^lfc 2 - Z h D - $,|f iTO^II (09*. tf, £Kg^U£ 
A) ©#£"R ^!J^^'v^^;U5it^l3=fcDXXx;WtLfe^, zhDlHJ^ 

&/mm \z «fc o iiTc-r s - 1 1 «t o »ifiT # s . 

& ftfcfc£tt£JfiS®#SET7WI'A 7 5 h* t ftm s-a-s c: t \Z «k 0 4 - 

<&m<D$mzm*nz>nitmmmz'(vi'Ti--hmmft co=c=n-r") 
«s^tthu*^y>ffla^t3?s»i7 5>*fctt7;i'+;>7 

5> (R^NH,) £tfUfl;3^*ca:fc«fc9£l'7a#&£j5re£*. 

+^-l/'J>S±©7fi[07jcSS©«aS (PG) £B££U 
ftTAny>fl37;WI' (R !1 'Hal, R^ttRWI/D+yST^Stt© 

7)v*r)vuft*n-t) zftm-z-&z>z.t\z£.r)^ $>z\,>\$7jvn-)ummte (r 
oh) *'£%\<Dj5m («*tf. ftjis^) i;«tt)fPl$t5eii:J:(3, 

g^s^fcffl^5Aoy><k7;w^«fc^7;u3-;uiii^«fiJiK$tiTv» 

vj >3n© 6 (si:c4tjt©BSisswr5Sf»»tt. m&®mti,T 3 - k 

&0J4#HB). 

*5S?a»C«fcS^«3tt. -f>k'hPlCi5^TJfill : ^^M$:VEGF (V 

ascular endothelial growth factor) T^'Ji^ LfzhcE \Z$ji Z. <b M A P K (mitogen-acti 
vated protein kinase) OiSttfcfcESf* (g&i&t&til 1 *5«krjt2 #fig). mf|*I 
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ttffcSn, U >Kft$ftfcMAPKO±#A«Bft5nS (Abedi,H. and Zachary, L, 
J.Biol.Chem., 272, 15442-15451(1997)). MA P KOSttfbttlfil^ff 4 t^ttS Jftl 
ffrt&ffllfi©ii«tK:a5^S*(*a5 Ct^SftT^* (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

8,4-25(1997)). &vr*R&fc*&<£&tottMm&.1tomftm*ir9-*. 

ffi<DU&tl%< ££tf:3^T^3(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . l¥oT ( *fBWC«fc5<k-&* 

##5?fcfll©«fc"5fcaiB. t^l:@iI©^OMt:ffli^^i^Tf5, 
tot, *56WKJ:*{b^tttt. £&f::iS:^Lfc«£, Sfc^tefc^flttflSnTtr* 

£T&4. BJ§«#. 3£&&-^) ©v»-fn*»©K4«KT» t h£J;tf t: bSM 

fc£#*wr&ft. *«pjatbTtt» saws, x-yai. 
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^fth<D%mm\*. itffli^nti^Km mmm. ss-&5Shi. m-mu 
& £ * mm l t Hisr a - tan? £ -5 . 

TgftStf. a^fflfiKtt^O. 5~5 0II%. #£L<te, l~20Ii% 

«*o*^fc«:i;Tas:ft3t*ft***, mzao. i~ioomg/kg, 

L<&1~5 Omg/k gOiEHT&O. £ftfclBlEI*jfcttttlElK:#ttTS£ 
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UK. 

K&mi : 2-£na-4- [(6, 7 -->';* h^->-4-^/ :fr^->j 7 
— 'J > 

y^WW+yH (10ml) \Z.ik^kj~ h 'J £ A (60w%, 0. 72 
g) £Jn;L. 5 0t1?3 0»fll£l:l, 4 - T 5 y - 3 - i? □ □ 7i J - 
JI'ttKtt (1- 6 1 g) ftHDAMTl 0*Hi#Lfc. *l:4-^nn-6, 7 
-vj*h**>4V'J> (1. 0 0g) ^rSOA 1 0 0*CT-l!fe«#Lfc. S^fC 
ikZlMXt oomtim Lfc&, £ D D *;PAJiftiS»Ktt**^ h U £ A 

9g, iR^6 0 %Tf#7c. 

'H-NMR (CDC 1,, 4 0 0MHz) : (5 4. 0 5 (s, 3H), 4. 0 5 
(s, 3H). 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3-6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1 Hz, 1H) 

§3igffJ2 : 4 - C(6, 7 - h^->- 4 :fr=frS/]-2. 3-->7 
^;i,7-'J > 

(10ml) HU*A (6 0w%, 0. 7 2 

g) £iD;L, 5 CCT- 3 0#j8#&g2&£L, 4-75Z-2, Z-'J^)Vy 
xy-;um^^ (1. 5 5 g) SMSilTl 0#ffi#Lfe. #H4-£do- 
6, 7 -v* h*->*/'J > (1 • 0 0 g) £2ra*l 0 Ot:T— mWLtz. K 
JfcifclCzkSlJDA^ □ DtfuUATtt&tB L7c&, 9 o □ «fc;i>AJB*fiSfn#&#SS?- h 
'J£A7kigf£T&&U fc*fift&^MJ£ATE*SLfc. MJ£Tig$£g£LT 



WO 00/43366 



PCT/JP00/00255 



- 31 - 

0. 94g> f$65 %T'#fc. 

'H-NMR (CDC li. 4 0 0 MHz): 6 2. 07 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d. J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H). 7. 42 (s, 1H), 7. 64 (s. 1H), 
8. 4 2 (d. J = 5. 4Hz, 1 H) 

mmmS : 4- [(6, 7-y^h^y-4-^;'JJl/) -2, 5-v* 

fJUT^U > 

v^^>7s^*+-> K (10ml) h U ^A (60w%, 0. 36 

g) £in;L, 5 0tt3 0^lMtsi:L 4-7$y-2. s-x*? 1 ^;? 

i;-;Ki. 2 3g) SUDAifltlO^JWfl/fc. *l:4-^DD-6, 7 

-v^h+->+yu> (i. oog) £3jd*.i o o'er— i»»#ujt. sj&^k: 

fc38£&, ^□□*;PA/7-fe h> (1/1) TSPBTS^U^y^^DTh^ 

SHiggH : 3, 5 - DD-4 - [(6, 7 -y* h*->- 4 U ;1Q ^ 
->] 7-'J> 

y^fJ^J^yF (10ml) h V OA (6 0w%, 0. 36 

g) £iDA. 5 CCT'3 0#lft#&£ilk:U 4-75 7-2, 6->^do7 
I/-JK1. 5 9 g) 0 ftfltWLtc. fciZ4- 7 □□- 6. 7 

-y/h + y+;U> (1. OOg) £JB;i 1 0 0TJT-««#Lfc. 
7k£jQA£OP*;t/ATtttijLfc&, ^□□*;UA^SrgafP^7K^7 u h U £A 

£DP*;kA/7-fe h> (1/1) T«t5yWmD7^' 
aHO<t***0. 3 5g. iR^2 2%Tt#fe. 
'H-NMR (CDC 1>, 4 0 0MHz):6 3. 8 4 (s. 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H). 6. 28 (d. J = 5. 4Hz, 1 H). 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s. 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

8836015 : 4- [(6, 7 -v* h*v-4-=fr/ UJU) ^^->] -2-_hD7 
— 'J > 

f/^^^^^+^H (15ml) llTk^fc^ HJ 7A (60wl 0. 54 
g) SriJDA. 7 0tf 3 0»MISl:t, 4-7 = y-3-~ h07xy- 
;U (2. 0 7g) ^DAiST'lOWlfc. ^t:4-^DD-6, 7-v^ 

h*->*yu> (i. sog) $iPA i o ox:T'4mmftLfco ^m\z?K^ 

£DD*;UA/7-tzh> (1/1) TMF^tSv'J^y^DT 
W-K^D^U SHcOfk^^O. 53g, JR^2 3%T#^c e 
ggig0H6 : 1- [2-757-4- (^>^;M-*-» - 5-/ h*->7:nx;i/| 

1 - (4-b Ko + ->- 3-^ b*v7xn;t/) - 1 -X^y > (20g), 
$tfj'J?A (1 8. 3 g), 3^tfh7-n-W7>t^[)A (4. 4 5 g). 
'OSWT'PS h* (17. 3ml) fcN. N-y^f)WA75 h* (3 0 0m 
1) iCjg^L 1 0 OTCTl^SfSLfc. fcflETSMtSSSU 

«ETS«G£g£LT*l&ttfcgeS. XfllffiS (12. 4 7ml) (12 
0ml) iZfeMV, a»T2«FIHlK«Lfc. 0 < CCT*K<fc:J-HJ£AzKigi££ 
tDA+ttCLfclfc. ^PPJM'Afi&fflU ^DD^;UA^£g!t^^- h 'J-7ATK: 
&Lfc. «JET$JSE*S£LT8Sft&a£fc, x^y-;U (1 1 6 0m 

1), * (120ml) KU&*J&»ttT**U ig{fc7> : &x9A (1 9. 2g). 
Stt (10 1. 7g) *JPA, JnS»a2K*3«FlBlLt. -feyf hitiiU £pd 
*)UA/*9J-)l> (3/1) T'ft#U «ETJS«£S3cU 
7K^k^-K'J , 7A7j<?g^T7;^ 'Jtt£U£PP*;UA}fittlU £pd*;I/AJ1 

;ua/»»x?-;i/ (1.0/d TSwr*->'j*yjui7PTh^77^-iz«fco 
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»S!U £g©{t£&£2 4. 9 5 g, ^7 7% (3 7f7 7') T'&tz, 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 62. 51 (s, 3H) , 3. 84 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

I3^J7 : 7- (^>v;M-^-» -6-^K=fr->-l, 4 - vfc KD- 4 

/ U / > . 

1- [2-757-4- (^>xJl^*-» - 5 h + 5/7iZ^] - 1 - 
X_^y> (2 4. 9 5 g) h7kHD77> (4 5 0ml) fc&WBL, ^ h 
ij7A^h + ->F (24. 87g) ^MStlWm fgl^iH^ 
(3 7. 0 7ml) £j&DA^iST 2B5P B 1$#&, ?X (150ml) £Jn* 1 
mm.WLtZo 0 , CtZT»BE»*JnApH4K:L. zkfcinA* □ P*;kMftilJ U 

^DD*W/^y-^ (10/1) T'lPitSyWWPTN^ 
5 7^-H«fc!)**«U il©lb^l7. 16g, iR$6 6%Ttlfc. 
'H-NMR (DMSO-ch, 4 0 0 MH z ) : (5 3. 8 4 (s, 3 H) , 5 . 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1 H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H). 7. 78 (d, J = 7. 3Hz, 1 H), 11. 
50-11. 75 (br, 1H) 

g|jgfiL8 : 7 - (^>y;ua-*so -4 6 h^>^/ u > 

7 - (^>->*;i/^-+-» -6-^h+->-l. 4-ykh'D-4-^;Uy> 
(17. 1 6 g) l;^yM'J> (14. 19ml)£}JDA, Jns*ifi8i£ ip$ 

A/7-feh> (10/1) ■pI«!t5J' l J*yMD7h^57^-l:J:0ttS 
U MtfMfc-&#l&3. 8 2g, IR^2 1 %Tf#fc. 

'H-NMR (CDC 1 5 , 4 0 0MHz) : 6 4. 0 6 (s. 3H),5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m. 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
mkMQ : 4- {[7- (^>yjp^'» -6-* h*y-4-3V'J jl/] £jr 
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->} - 2, 5 - S J*?)V7=.V > 
: J*T)V7*)Vtt s s h* (2 5ml) MJ £A (6 0w%. 1. 17 

g) £jn*. 6 0t;T3 0W^fii:bfc. &£4-7$/-2. 5-->** 

^;U7x/-;U (4. OOg) £jbDAMTl 0 7- (^>v;kt* 
v) -4-*DD-6-* 'J> (4. 3 6g) SinAfc. 2 2i^ffl« 

l xf# 6 n^a * c * * y -)i ztu zmmm t Ltc. m ta l itmtk s l , 

mmoHt&tilt: 3 . 0 4g, 1R¥5 2%Tf#fc. 

'H-NMR (CDC U 400 MHz): 52. 05 (s, 3H), 2. 16 
(s. 3H). 3. 58 (s. 2H). 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
5 4 (m. 2H), 7. 6 3 (s, 1H), 8. 3 9 (d, J = 5. 1Hz, 1 H) 
MMftffim (ESI -MS, m/z): 40 1 (M'+l) 

mmmi o n- (4- ([7- (^>s;;m-*-» - 6 h*~>-4-*; u 

;!/] ^-^->) -2. 5-y/?^7i^l>) -N' - (2, 4-y7i^D7i 
_;U) 71/7 

4- {[7- (^>v;l^*:» -6-^ h*~>- 4 - + / -2, 
5-x^7^'J> (3 0 0mg) J^OD^A (5ml) IC*g8?Lfc*&. 
2, 4-y7WD7x"JKyy7t-F (2 0 0 /i I) 7 0'CfCT 

lmmWLtcc Kfcm*. 2 UU*)V J±/7-th> (7 5/2 5) TMHSTSi' 
'J#y;^n-7h^77^-K«fc!)**8!U &B©{fc£iKj£ 3 6 8 mg . JRsps 

'H-NMR (CDC U 400 MHz): 52. 17 (s, 3H). 2. 26 (s, 
3H), 4. 06 (s. 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H). 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H). 7. 3 0 - 7. 5 4 (m, 7H). 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d, J = 5. 4Hz, 1 H) 
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SLj&MI 1 : N- (4- {[7 - (^>v;i/^-^-» -6-* h^v-4-^7 U 

M -2, 5-y^?Jl/7xz;|/) -N' - (2->h^->7i^) 

4- {[7- (1>V)V** 9 s) -6-^ h+->-4- + y U;W -2, 
5-v^5 L Jl'73i | J> (3 0 0mg) £^cm*;UA (5ml) £Jg#Lfc&, 
2-/h + y7x-MVy7t-h (0. 24ml) SrflP*.. 7 OtlCt 1% 

»L7c. Rfom*. zuufrivk/jtvy us/25) ■vmffltzi'Vti 

y;U^7DT h^77^-l;J:OSSU &E©{fc£tt£3 6 5mg. iRJ|S8 9* 

'H-NMR (CDC 1 4 0 0MHz): fi2. 17 (s, 3H), 2. 28 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H). 5. 33 (s, 2H). 6. 
26 (s. 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m. 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m. 3H), 7. 61 (s, 1H), 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 
m&mi 2 : 4- {[7- (^>v;u^-^-» -6-^h^y-4-^yU^] * 
-2-gEm7-'J> 
S^^PyUUfc+S'F (3. 6ml) C#3Rffc:*-HJ*A (60w%, 320 
mg) SriOA, 6 0tT3 0»»»«SIl:l/fc.'*l:4-7S>'-3-^OD 
7iy-iHi!S (7 2 0mg) SMIST10»«m 7- (^>S?;U* 
^v) -4-^OD-6-^h^->+y'J> (6 0 0mg) fcjDAfc. I05t 
T"2 2^WffiJ^SS^SK»C7K*linA^no*;i'A}i!JHiLfc*. ^oa*;UA»S 

'H-NMR (CDC 1., 4 0 OMHz) : 64. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz. 1H), 6. 84 
(d, J=8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz, 1 H). 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H). 7. 4 9- 7. 5 3 (m, 2H), 7. 55 (s, 1H), 
8.4 5 (d, J = 5. 3Hz, 1 H) 

Si^Uffi (ESI-MS, ra/z): 4 9 7 (M'+l) 
M&mi 3 : N- (4- {[7- (^>v;^4'» -6-* h^y-4-^7U 
;!/] -2-^DD7x-J|/) — N' - (2, 4-fx7;^D7x-;P) 

9U7 

4- {[7- (^>v;M"*-» -6-^h^y-4-^;'JJH -2 
-^□□7^'J>(260mg) £y-cm*;i/A (10ml) 2, 
4-y7MD7i-JK7 > >7t-h (19 8mg) £in*_gz£-t*2 P#P B 1ffi# 
Lfz. frfofcZZuuKfrK/TlzVy (10/1) T'mfflTZ~>V n 

'H-NMR (CDC 1 ,, 4 0 0MHz): 54. 0 4 (s , 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz. 1 H). 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m. 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
2 8-7. 4 1 (m, 3H), 7. 4 5- 7. 5 3 (m, 4H), 7. 9 6-8. 
04 (m, 1H). 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d. J = 
5. 4Hz, 1H) 

M»lfffi (ESI-MS, m/z): 5 6 2, 5 6 4 (M'+l) 
agjjgy 14:N-{2-^Da-4-[(7-fcKa^^-6-^h^^-4-^ 

yu;u) 7i-;H -n' - (2, 4-y7;^a7x-ji^) -71^7 

n - (4- {[7- (^>v;u**-» -6-/ H+->-4.-^y u;u] ^*-» 

- 2 -47DD7x-;U) - N ' - (2, 4-y7J^07iUW 7 V7 (2 1 
5mg) £, y^fMJPA75H (11ml) £Jg#U /^y^A^i (2 
15mg) fcfln*. #*£H§nF£fiTllftift#Lfc. g^itBSl?^ (3 
0ml) -fe^K hiffiiSLfc. jgli£«ETS£U *H©ffc£tt*l 7 

4mg, iK^9 6 %T*#fc. 

'H-NMR (DMSO-d., 4 0 0MHz): 6 3. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz. 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H). 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d. J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s. 1 H) 
Ml^fil (ESI-MS, m/z): 4 7 2 (M'+l) 

: 4- U7- (^>vJM-*-» -6-^ N^y-4-^/U;i/lt 
^->} -2, 3-v/W-'J> 

y^WM+xH (6ml) h »J (60wt%, 0. 32 

g) ftiflA. ^iSl?3 0OTJ$Lm 4 -75/- 2, 3-y^?^7x; 
-JM1. 1 0 g) SlBASiTl 0#-|HMt#Lfc. ^C7- ('OvMUrt+x) 
-4-£00-6-* h + ->+y U> (1. 2 0 g) ^UP^.1 1 0*CT6I^Wa 

/7 o □ Ail ft MtKSSK^ V* v £ A L 7c . zH$J£Tf§$ ft «S L T» 6 
tlfcSSft. >7DD*J^/7th> (6/1) TJHWr*->U*y;^DTh 
^77* -K J: DflUSU Saoft^ttSO. 7 8g. JK¥4 9%Tf#7c. 
'H-NMR (DMSO-d,, 400MHz) 61. 8 7 (s. 3H), 1. 96 
(s, 3H). 3. 97 (s. 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d. J = 5. 3Hz. 1H), 6. 54 (d, J = 8. 4Hz, 1H), 
6. 69 (d. J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H). 8. 
3 1 (d, J = 5. 3Hz, . 1H) 

mWll 6 : N— (4 - \\7 - {1>Z?)Vttis) - 6 -/ h^->-4 
VMttz/) -2, 3-y/fJl/7i-;W — N' - (2, 4->'7J^a7 

4 - {[7 - (^>>MM-*-» - 6 h*->-4-*/ 'j;U]^+->} - 2, 
3-i>*^;P7-'J > (2 6 Omg) ftN, N-y^^MMJS K (5m 1 ) 
\zmMLfz'&* 2, 4 -y7MD7i-M V*>7^— h (12 1mg) ftjD 

£ft, ffil&L, ^<D{b£$lft2 I9mg, «$6 1 %T?#7Co 

'H-NMR (DMSO-d., 4 0 0MHz) 5 1. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m. 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H). 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

ggaS^g 17:7— (^>v>J^t-» - 4 - (3 -y)l^U- 4--hD7x7 

- 6 h*is*y u> 

i7PD^>-fe*> (3ml) IZ7 - ("OS^M"*^) -4-^DO-6-/h 
^•/^;ij>(3 0 0mg), 3-7^tD-4--hP7iy-JK7 8 5mg) 
&ig#U 1 3 0TCT?5«tWai*Lfc. S^SSfC A. HJ£ 

A7jc^?S^iPA l PSMJItfLfc. 5^«[*^Dn*;UATft&aL. £nn#;i>A 

^+1t>/^xfJl/ (1/1) i;MmtZ>WMi'Vi3¥)V9u'?Vif7-7 4 — 

'H-NMR (DMSO-d,, 40 0MHz) (5 3. 8 3 (s, 3H), 5. 25 
(s. 2H), 6. 91 (d. J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m. 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
S2ijfl!ll8:4- (4 -7 5 J - 3 - 7JM-P7 x— 3rS/) -6-.*h=fr->-7 

7 - (/* >->*;!/ -4- (3-7Mo-4-"hP7i/4 ; x) -6 

_^ H*->+/ U > (1 9 Omg) £N, N-y/fM^A75 F (5ml ). 
h'JXf;i/7S> (lral) \Z®ffiL, *BEfl2^7^">A (4 Omg) SrTJPA. 

□ ^;UA/^^y-;i/ (2 0/1) T-Mffl? Z&M'sVti 7 ft? n-?b if ? 7 << 

■H-NMR (DMSO-d,, 4 0 0MHz) 53. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 

2H), 6. 9 3 - 6. 9 9 (m. 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H). 10. 03 (s. 1 H) 

Mt&MI 9 : N— (2, 4-y7^Q7x^) -N' - {2-?;U:fra-4 

- [(7 -b HD^v- 6-^ H»->-4-^/ ^^^] 7X-JI/} -7U7 
4 - (4-7S;-3-7Kn7x;*» -6-^h+y-7- + /'J/ 
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—)V (7 Omg) gr^dDsfcJUA (1. 5ml), N, N-y^fMM75 K 
(lml) \Z®mbfz'&. 2, 4-y7MD7izMVy7t-h (43m 

g£LT#e>n7c$£££, t>nu*)\,k/*z ;-)V (2 0/1) TJlF^-rsii 

'H-NMR (DMSO-d,, 4 0 0MHz) 63. 94 (s, 3H). 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 1 5 (m, 2H), 8. 

30 (s, 1H), 8. 43 (d. J = 5. 1Hz, 1H), 8. 97-9. 03 
(m. 2H), 10. 10 (s , 1 H) 

mw\2 0 : 4 -9 an- 6 h^->- 7 -^y u 

7 - (^>->*;U^+-» -4-^DO-6-* UXl 0 Omg), 

J-OrJ-V-fr (3 OOw 1), ;**>7JP*>^ (2 5/i 1) & hV7)lj-n* 

*>7JU*>^ (lml) ^igg?L3 0 ftfflmi&T'®ftLtZo 

mmtLfz. M£®§l33xU gl0M5 5 3mg, iR^ 7 5%Tf#fc. 

'H-NMR (DMSO-d e, 4 0 0 MHz) : <5 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1 H), 

8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 

§jjjff!l2 1 :4-£cm-6-.*h*->-7- *J 'J 

> 

4-470D-6-* h + ->- 7 U (5 Omg), jk^'J^A (4 

Omg), SOttx h7- n -y^UZV^ir^A (9mg). 2 - ^'d^EX? 1 ;^ 
^f;H-fiK4 0mg) £N, N-/7fWA7$F (10ml) fzjg 

ii7otTiftii$L/:. MEET?§$£g£u n^nrcm^\zm^mmm 

i-h 'J^A7j<l§^^iaA^DO^;UAT^aiL, £cm*^AjI£S5iiE:i- MJ 1 } 

^□□^37> (6/2/1) TJlMT-g)->U*y;Ui7D-7 Y?77 j -iz&Kim 
Mb. igkMMk'SWZ 4 7mg. »7 4%Tf#7c., 
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'H-NMR (CDC 1 ,, 4 0 0MHz) : 6 3. 49 (s. 3H), 3. 88- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d. J=4. 9Hz, 1H). 7. 40 (s, 1H). 7. 43 (s, 
1H), 8. 5 7 (d, J =4. 9Hz, 1 H) 

g|ii#12 2 : 2-gcm-4-{[(6-* h=fr->- 7 - (2-^ ^ylh^y) 
-4-^/'J;H^'>} 7-'J> 
x^^^^^^^H (2ml) l^kUfft^h'J^A (6 Owl 1 5 3mg) 
6 0t:T3 OSHlttfcMKU 4-75;-3-i?007i;-^i| 
(3 4 3mg) SftliifiTl 0#jf#Lfc. &\Z it K (2 

ml) Kig#Lfc4-£nn-6-* h + v-7- ( 2 - * h*5>l * 
yij> (254mg) 1 OX:T—m®WLfz. fcfomzft.&1iaZ.l7nn 

fc*fiS£:fHJ£ATi£taLifc. »flETiSJi£S*LTf&&tt;fe:8££. <?uu 
*s)lA/7-th> (7/3) T*mm?2>i'Vt)y)l?n-?hify7 4-\Z£Q%l 

'H-NMR (CDC1), 4 0 0MHz): 13. 49 (s, 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s. 2H), 4. 33 
-4. 35 (m, 2H). 6. 43 (d, J = 5. 4Hz. 1H), 6. 85 (d. 
J = 8. 5Hz, 1H). 6. 9 3-6. 9 6 (m, 1 H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1 H), 7. 52 (s, 1H), 8. 47 (d, 
J = 5. 1Hz. 1H) 

Bti6gt]2 3 : 2-^DD-4- [(6. H^->- 4 -^-^'/'J _;U) ^4- 

->] 7-'J> 

v^^/UUtM^F (4 0ml) fC7j<^t^-H'J^A (6 0w%, 5. 8 0 
g) Sim*. 6 0tT3 0»«»ftMKlLfc. ^lC4-75y-3-^DD7 
i/-J^ifi (13. 0 5g) ^SDAMiST-1 0#®#&> J. Am. Che 
m. S o c . , 6 8 , 1299 (1946). J. Am. Chem. Soc.,_6_ 
8., 1 3 0 5 (1 9 4 6) U£\zmm2n%£?Umm^mzJ:-oT£!&Ltz2 
□ □r^/ij >mmfoT~fcZ>> 4-^od-6. 7-v* h + v'^l/U > (8. 
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1 4g) £jD*.fc. 1 1 0X:V3 0MWLtz&. %.Jfcm\Z7kZl}Q?Lt7 □ ufc)l 

M7kffiMj- h >j OA-ctamLfz. mmymm^^Lx%^nrzm^\z^^y- 
frziMTLmmmtLfzo ^Ltz^^m\^L. ^101^59. 1 3 g, 

iK^7 6%T#fc. 

'H-NMR (CDC 1,. 4 0 0MHz) : 6 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz. 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s. 1H), 8. 6 4 (s, 1 H) 
IMI (ESI-MS, m/z): 3 3 2 (M'+l) 

:N-^>v;i/-N- (2, 4 )V*ny 7 3. > 

2, 4-y7MD7zU> (2. 3 7ml), ^>X7AftK (2. 3 6m 

i) zmmLfz** (4 6mi) \zmm-??*i'VA (5. 5 9g) 

6 4g) zmpl, m&T'immmwbtz. ms.Tmm^^b, 7^, mmx.?-)v 

w&T'&mvtz. mi£T®t&z%£isTmt>titzmsz. ^^>/7^v> 
(30/1) TJip^Tsvu^y^oTh^^^-iCcfcomgiu mm<D<t 

£#j£3. 0 4 g, 1R^6 0 %T?#£. 

'H-NMR (CDC U 4 0 0 MHz) : (5 4. 34 (s. 2H), 6. 56 
-6. 8 2 (m. 3H), 7. 2 5 - 7. 3 8 (m. 5 ( H) 

5 : *?-)V 4 - (^>^)l^^'» - 5 - ^ h^->- 2 h n^> 

7x-h 

rfTM©^5 1 )l/A-I/-h(5 0 g). §mtl')01± (7 6g) £N, 

5 H (2 0 0ml) MitO's^ (33ml) £ 1 0#^ 

ttT?rFu m^x—mmwLfzo ?j<£2 0 omi tax. mm^jvxmta^ 

£K£#>:/T&&T3£6&<2II#£6 8 gf#Ac. l&tr»T. 7K^TT-i^|glO 
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Om 1 &cfctf$M2 0 0ml £iDA, 8 WFWHt»ftR:*ftllP^.fc. &e>ftfcH# 
$931 

'H-NMR (CDCb, 4 0 OMHz) : 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 3 1-7. 45 (m. 5 
H), 7. 5 1 (s, 1H) 

§3igfflJ2 6 : 7- (^>>MM-**» - 6 h=fr*>- 3 . 4-ykh'D-4- 
±±VJIZ> 

ti&Tt^f^ 4- (^>v;i/**-» -5-^h+->-2--hn^>V 

X-h (1 5. 0 g) £§tiE (2 0 Om 1) KigtfgL ft (»*) (13. 2 g) 
Sill A. 9 0«T#»LH9HilMfl/fc. f§6*lfc0cfi©H#£-fe7< 

fflLfc. fcStlfcBttfcSflfcU R«X?;k X— r;P1?«s'#L. J<£#>7T 

JUL, 7KTSfc#L7i^, *«ffi£«BW-HJ£ATS£«U W4I*g£3iE 
»*ETT?*ttE£»£U flbMf$S^^>7'T^l, 2-7 
5/ -4- (^>->*;U^-+^) -5-/ h + ^>'/l-h©iaSft*9. 5 
gftfc. iK^7 0%o 

^e>tlfc^^ 2-75 7-4- ('OSW^+SO - 5-*h*->1>>/ 
X- h (6 5 Omg) &N. N-y7f;^M7 5 K (15ml), 
(3ml) CflSflPU *;t/A75 K (0. 4 6ml), ± V U ^A/ h*-> K (3 
7 3mg) £JJD;L, l0 0g£T'#SL. — Iftffl^Ufc. iiSST^MS: 1 

7K, X-7^UTft&f&X£#>7'Tii£4slU »«©fc£ttfc5 6 6mg»fc. 'K 
$8 7 %. 

'H-NMR (DMSO-d, 4 0 OMHz) : 3. 88 (s, 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1H), 12. 0 6 (br, 1 H) 
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7- (^>v;i/^^v) -6-*h*->-3, 4-vh KD-4-+^-yjy 
> (40 0mg), vW7:/nt^X3\)U7 5> (0. 3ml) \Z**><m\:V> 
(5 1 5m 1) £in*_. 2 Ofr^jtBSELfc. 1 0 %7k&{kj- h U 

H<2{fc"&#j£4 2 Omgifc. JR^9 9%. 

'H-NMR (CDCh, 4 0 0MHz) : 4. 0 8 (s, 3H). 5. 3 4 (s, 2 

H), 7. 35-7. 51 (m. 7H), 8. 86 (s, 1 H) 

mmm2 8 : tT-fr 5- (1>i?)\,**Fis) -4-* h^->-2-X hD^> 

rfrig©^^^ 3-kHD4 : ->-4-/h^y^> , /X-h(10g), ixWit) 
U£A (2 3g) £N, N-y^f;Wl'A7S H (5 0ml) \Z®ffiL, 
^>~J)l (6. 5ml) £ 1 O^nj-TMTb. iiST-WLt. 7*^2 0 
0ml in*.. gl^X^TttfcB^ $^{CW^l3^^^7X^JDx.^X5 i ;U 

4gf#fe. M^T, f#bn£SH*7. 0 g^7 7 7sUlCAn. 7K&TTTO10 
0m 1 ij;«2 0 0ml £iJ0A, 8 ^M^tl7K^JDA^c„ *#bti;tEH* 
7KT'+^i5t^LXS^>7'Tlt^^ii-M<7?^^^7. 9 gf#£. 

'H-NMR (CDCh, 400 MHz) : 3. 89 (s, 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

gjjjgffil 2 9 : 6 - (^>v;U^-^-» - 7 h^->- 3, 4-vhKP-4- 

MTT^JI' 5- (^>-^;U^-+i/) -4-/h + >--2--hD^>7 
X-h (15. 8g) (2 0 0ml) Izjgfi?^ i* (18*) (13. 9g) 

^qtu 9 omsTftUL im?$®WLtzo n^ntzw.^<Dmw^ j t^'i h^ii 
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fc*. 1 OX*Kft^-hU^A**tttlnAJSJIfLfc. ££££cm#;UATifi 

^MiET-e^^^?g^ l. #6nfcaaE**ffl#>^ , -ce*L» *?)y 2-7 
s;-5- (^>>UM-*:» -4-^ S^v^>7x- hoMSsiti^ 1 0. 

4 g»fc. iK^7 3 %. 

%t>ntz*^)V 2-757-5- (^>v;u^+-» -4-7 h^z/OV 

X- h (5. 0 g) £N, N-y7WM75 K (15 0ml). 
(3 0ml) *Jl/A7S H (3. 5ml). ^h'J^ApC h + vK (2. 

8g) £iD*_, 10 0giT#£L, -iftjg#L£. SfiST^*SlOm 

lira fc. iM&&7kr'fcfom$:ttnt2>t®mmiiiVfc. b#£s®u *. 
%. 

'H-NMR (DMSO-d 4 , 400MHz):3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s. 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 
&3&m3 0 : 6- (^>y;U^'» -4-^DD-7-/ h^x^^-'/U> 

6- >->*;!/ -7-*h*^-3, 4-ytHD-4-+tVU/ 
> (3. 5g), V7'Dejl/X^;i/7 5> (1 1. 5m 1 ) (Z^+x^k'J > 
(3. 1ml) 2 0#ra«8SLfc. Mfcft2flfc, 1 0 %7kH£.{\:j- h 'J 

8©<tt«S2. 9gt#fc„ JR^72%o 

'H-NMR (CDCb, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m. 7H). 8. 86 (s, 1 H) 
gjjg!13 1 : 4-{[7-(^>v;U^-^F-»-6-^h4 1 v-4-^^-'/Ux;i/3 
^-^^} - 2 -^□□7X'J> 
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7- (^>S>;M-*-» -4-0DD-6-* K^'>+^- % /U> (3 0. 0 g) 
t'rhy'J^frJy^-V&Zni) H (13. 9g) £7-feh> (4 0 0ml) 
^CD?g&K2 0%7m<ti- h U ^7A7jc^ (6 4m 1 ) 
(Z?§^tfe4-75/-3-^D07xy-;^^ (3 6. 0 g) £*js;tlDb£: 

tC5*BOftW3 6. 6gf#btlZr. 1R$9 0%. 

'H-NMR (DMSO-d«, 400 MHz): 63. 96 (s, 3H), 5. 
34 (s, 2H), 6. 86 (d. J = 8. 8Hz, 1H), 7. 00 (dd. J 
= 2. 7Hz, 8. 8Hz. 1H). 7. 22 (d, J = 2. 7Hz, 1 H), 7. 
3 5- 7. 5 4 (m, 7H). 8. 53 (s, 1 H) 
gggjffQ 2 : N- (4 - {[7 - {1>&)Vtt s s) - 6 
Ur^tJ 2j-=fry) - 2 -^DD7ilM — N' -yPW^ 

4- {[7- (^ -6-^h**>-4-WJ^W 
-2-^DD7-'J> (12. 2g) &mfr#nn-fc)l,&\zmmLtc'&> hUX 
^;U7S> (8. 4ml) £8siral/MTJft#Lfc. ^(Z^ 7 K^ □ d*;ua (1 
2ml) l:h'J*7y> (4. 5g) ZfeMlsMaifctp IZMT L it. i?£T2 0 
n-7'nf;U7S> (4. 9ml) £3bDa-fc. ^iST£ b K 1 1$ 
FplM#-f 3 (h SfeH^W IB Lfc. dtf>@#£m L £ □ □*;UATft#T& t 
3ES©{fc'&*5* < 9. 4 gi^nfc. iR¥6 3%. 

'H-NMR (DMSO-do, 400 MHz): 60. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m, 2H). 3. 0 6 - 3. 0 9 (m,'2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m. 1H), 
7. 23 (dd, J=2. 7 Hz., 9. 0Hz. 1H). 7. 3 7 - 7. 5 7 (m, 
9H). 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s. 1 H) 
m&ms 3 : N — { 2 □□- 4 - [(7-bKD^->-6-/h^->-4-^ 
±^V=J\s) 7x~;H ~ N ' -7ab°Jl/^l^7 
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N- (4- {[7- (^>v;M"*-» - 6 -J* b*~>-4-*i-V l )-)\'] * 
-2-^7D07x~JU) — N ' -ZfU\i)VOVT (42. 2 g) £ HJ 7 
;i/^-DM (2 0 0ml) CJS#Lfc&. j*^>7Jl^>& (11. 1ml) * 
sJsiDLl 0 0 < C-r4P#^WLfc. aa*THLhU7;^n»B6S:«JBEeSL 

fc. a-3fca^*n^pn*^A. **/-;H&a*. 1 o %?m<ti- h u 

'H-NMR (DMSO-d.. 4 0 0MHz): 50. 91 (t, J = 7. 3H 
z, 3H). 1. 4 2 - 1. 4 9 (m. 2H). 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1 H), 7. 03 (m, 1H), 7. 14 (d 
d, 3 = 2. 7Hz. 9. 0Hz, 1H). 7. 20 (s, 1 H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H). 8. 14 (dd, J=2. 7H 
z, 8. 8Hz. 1H), 8. 1 9 (s. 1 H) 
ggjgff!) 3 4 : 6 . 7-y* h=fr«>- 4 -»7-»./P> 

2-757-3, 4-y7h + y$If^fJ!' (2 0. Og, 94. 8mm 
o 1 ) IC*;UA75 K (15 0ml) £flD*T. 8. 5l$Pfll 6 0"C£M&Lfc. 
KJSfSftft^ft. SiSU tS&ttfcitJK&zk (100mlx2E) T&^Lfc. 
«S»Lfca:JB«:*ETK»UTBW«tl 7. 8 5g. «$9 1. 5%TWc„ 
'H-NMR (DMSO-d., 400MHz):<54. 01 (s, 3H), 4. 0 
2 (s. 3H), 7. 14 (s, 1H). 7. 34 (s . 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

5 : 4-£PP-6. 7 - y;* h^x^'/'J > 

6, 7-y^h + y-4-^tVD> (5 0. lg, 0. 2 4mol) l:^ 
(2 5 0ml) £ £ 'J > (2 5 Om 1 = 4 1 2. 5 g, 2. 

6 9 mo 1) &jjnx.Tl 2 0 1 PSM^ Lit. ifiStftSPt, »ETii*J 

o***>tt<k'j>feS*b. 8uss*#<i ooomi) ta^DD*M (i 

0 0 Om 1 ) £2)0;tfco 2 OK*BHb:J-MJ£AT*»0pH£6. 

Lfc. #S£Lfc*r88JI£* ( 1 0 0 0 m 1 x 6 0) TSfcfrL 
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T. ^th'J^At^iim MJEiBSSLfc. 38ICfh7kKa77>(4 
7 0ml) SinAjSSSU -5*C— lOtiT^U g£ • ^ilTSWft 
£3 8. 5g. W7 1. 4%T#7c. 

'H-NMR (DMSO-ds. 4 0 0MHz) : 6 4. 0 9 (s, 3H), 4. 0 
9 (s, 3H), 7. 14 (s, 1H), 7. 34 (s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s. 1H) 

Sififly3 6 : 4-gcm-6. 7 - h^->^7WJ > 

6, 7-y7h^->-4-4 : t , /P> (10. Og. 48. 5mmo 1) Ch 
;UX> (1 0 Om 1 ) ->£{fc'J > (7. 4g. 48. 6mmo 1 ) * 

an ATi 2 ot;T6.- 5i^ra«^Lfc. MSTftaufc. asau MUx> (1 

0 0ml. 50ml) Tift&LT. ffittU 11. 5g. »9 1 %T 

jgiifl!l3 7:4- (4* -75 y - 3 ' -£□□) -7 3L J 6 , 7-y* 

4-75/-3-^on7x7 — JUiSK^ (14. 6g, 8 1 mm o 1 ) lC7j< 
mt-l-hVOk (8. 5g, 0. 2 1mol) *J«t^* (9 0ml) 
£t»\ 4-£ DP - 6, 7-5?* H^+T^/'J > (12g. 5 3mmo 1 ) & 
&tf*?-)V3L : ?)V'rV> (2 2 5ml) ^JDAT. 2 P*|BH8SfELfc. 
5 0^13?^^. ^DD^^A (5 0 0ml) *5J:^7X (5 0 0ml) £2JDAT 

A ( 2 5 0ml) £iDA. 1 O^Wlfci. tffcUfc. ft&nfc*ttJI£tt 
il^ilt. a*lc^^y-;p (50ml) £taA3 0 7>IHJB#Lfc 
l£, tta • ^LTgWfetl 5. 6g, iK3?8 5%Tf#fc. 
'H-NMR (DMSO-cU, 4 0 0MHz): (5 3. 9 5 (s, 3H), 3. 9 
7 (s. 3H), 5. 33 (s, 2H). 6. 85 (d, J=8. 8Hz, 1H), 
6. 98 (dd, J = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d. J 
= 2. 8Hz. 1H). 7. 36 (s, 1H), 7. 51 (s. 1H), 8. 53 (s, 
1H) 

gjjgy 38:4- (4' -757-3' -{/an) -7i;4 1 ->-6, 7-5?* 
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4-75;-3-^DD7x;-J^II (1. 3g, 7. 2mmo 1) \Z2 

0 9S7KB6-fb±hU^A7K^fflt (3. 5m I) (2ml) £SD*_?g£?£i*\ 
4-9UU- 6, 7-5?* h*5/*^/'J> (0. 8 g, 3. 6mmo 1 ), trn 

(emD^it/fh^yW^r^A^DSh' (0. 5 8g, 1. 
8mmo 1) £in*.T. 2B$Kia8£Lfc. A (1 0 

m 1 ) ££#7* (10ml) ^iJDATl 0»»U;|, Hmm t*M*&m 
Ltzo ftmistzfrSZ^zVnn&JlA (10ml) £Jra*., lOM^Lfc 

mi) $ioA3o^«Lm aa-«jftUTaw»fti. og. wsz 
mmmi ; n- (2, A-v^^u^y^M -n* - {4- [(6, 7-5?* 

4 - [(6, 7-v* h + v-4-4 1 / U;P) ^+^] - 2-7MD7-U> 
(lOOrag) 5hJH> (5. Oml), h'JX^Jl/75> (1. 0ml) KlJD 
Sfcjg#Lfc&, s J9nu*9> (1. Oml) fc&fiSLfc h >J ftZY> (10 3 
mg) *JP>LT3»RgDnSftaaELfc. *»w2. 4-y7Mn^>y^7S>(5 
4mg) ^iDAT, S€»t5MJPJ»afllLfc. £**Cft?D«K**^- h 'J £ 
ArtJgilS&inA* £ □ □ ^AT'ffltfi U £ □ □*^AE£4&*flKK^ HJ 

1 2 3mg, M8 0%Tt#fc. 

'H-NMR (CDC 1,. 4 0 0MHz): 5 4. 0 2 (s, 3H), 4. 0 3 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H). 7. 3 5- 7. 4 4 (m, 2H), 7. 50 (s. 
1H), 8. 16 (t, J = 9. OHz, 1H), 8. 47 (d, J = 5. 1Hz, 
1H) 

ft*#tfrM (FD-M.S, m/z):4 8 3 (MO 
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^ffiM2 : N- (4 - [(6, h^->- 4 U )V) -2-7 

jl/^-a7xn;i/} -N' - (2-y)V^rujL^)V) frU7 

4- [(6, 7 -V* h>->-4-*y 'J;W -2-7;l/^-D7-'J> 
(1 0 Omg) £MUX> (1 0ml). HJx^;i>75> (0. 5ml) filing 
(1. Oml) CS*L£HJ*xy> (4 7mg) 
£jD*T5#MinSS&a8ltLfc. ^(:S82-7MDIf^7$> (4 2mg) 

&ia;LT, $e»»c8^pflins&jas5Lfc. E£fcfcffift«»**:fHJ£A#»« 

»JBETSJ«*S£LTf#e>ftJfc8£«\ ^on*JUA/7-fe K> (2/1) T?M 

m-r^iy'jtiy^^o^hifyy^-iz^ommL. mmmt^^s 3mg, 

M7 2%T*#/c. 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 3. 4 0 (m, 1H), 3. 4 
7 (m.lH). 3. 93 (s. 3H), 3. 95 (s, 3H), 4. 42 (t. J 
= 4. 9Hz. 1H), 4. 54 (t, J = 4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 8 8 (m. 1H), 7. 05 (m. 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H). 8. 47 (br, 1H), 8. 48 (d, 
J = 5. 4Hz. 1H) 

SStftffit (ES I -MS, m/z) : 404 (M' + 1) 

mmM3 : N- (4- [(6, 7 ^ h^->- 4 -^y 3-=fr->] - 2- 

7Ma7xi;H — n' — (2-tf'js?;M^;p) frU7 

4- [(6, 7 h + x-4- + yj^) *+^] - 2 -7MD7-'J > 
(1 0 Omg) £HUX> (5ml), HJX^75> (1ml) £}8#l/jfc&, 
5;^nD^^>lC»»Lfch'J*^y> (1 0 4mg) £2JP*.TU 77-^^ & 
5»IBLfc. #£2- (7sy^^;u) 

hf'Jv> (4 0 m 1) SlDA, MM^WLfc. S^CfiSfP^IS**^- 
h U C7A7Kffiffflt (1ml), £ □□JftJUA (2ml) SiD*.^ V£±CfiH$L. 
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'H-NMR (CDC 1j, 4 0 0MHz) : 6 4. 07 (s, 3H),4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 -6. 5 0 (br, 1 
H). 6. 61 (d. J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, 3 = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H). 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 

(d, J=4. 1Hz, 1H) 
«*##Hi6 (FD-MS, m/z):448 (M*) 
HM4 : N-7U JU-N' - (4- [(6, 7-^ h^y-4-^;'JJ» 
=fc->1 - 2 -7JbtD7x-Jb} t>V7 

4 _ [( 6i 7 -v* H + ->-4- + y U;W tf-*5/] -2-7;WD7='J> 

(1 0 Omg) £h;i/X> (5ml), h'jX^7S> (1ml) fc&#Lfct£. 
5>£DD**>K:»J!JLjfcHJ#*y> (I04mg) £2JPA> inSftSSiJiE* 5 » 
MLfc. *C7U;P75> (2 2mg) &SP3.T, £ 6 I^D&il^S: 4 fH^ L£. 
S^fflttwfiafP^BS*3(5^-H l J , ^A7lcjSi« (1ml). ?dd*;UA (2ml) £&P 

7L f T-{v^±\z.®m\s. ^DD^ATiffii/fe. $cj£T?£$g£f?£L"n#e>n 

fc3£££, ^□□^Jl/A/7"feh> (2/1) •> V #y;i/* 0"7 h y 

77*-K:.k0»8lU &M<Dti:&y>*l 2 5mg. «K$S9 8*T*3fc. 
'H-NMR (CDC lj, 4 0 OMHz) : 53. 9 1- 3. 9 6 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H). 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H). 6. 56 (d, J = 5. 9Hz, 1H). 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s. 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

flfi##HI (FD-MS, m/z): 3 9 7 (MO 
£«5giJ5 :N- (4-r (6, 7-y/^->-4-^'J^) ^->l-2-7 
^□7x-iH -N' --7°U\i)VW7 

4 _j ( 5i 7 -v^ h^->-4- + / U;U) t^>]-2-7MD7^U> 
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(1 0 Omg) £h^X> (1 Om 1). HJx^J|/75> (2m 1) \Z&Mb1t 
fe, i? >7 uu *$>\Z&mLtz h'J*^y> (104mg) £iQAT 5 ^WJnSSft 
itSlELfc. ^l'yntf;i/7 5> (2 9mg) £ijn*.. 4 O^jD^ji^Lfc. K 

(io/i) nmmt znm : s v ? )\> ? u-?b # ? 

7 4-\Z£ 0«»U. gmoitG®* 8 9mg, JRSS7 1XT$fc. 
'H-NMR (CDC 1 j, 4 0 0 MH 2 ) : 50. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H). 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s. 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz. 1H), 
6. 51 (d, J = 5. 4Hz. 1H), 6. 7 4 - 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H). 8. 49 (d, J = 5. 6Hz, 1 H) 
Rg#«HI (FD-MS, m/z): 3 9 9 (MO 

mmme n- (4- [(6. h*~>-4-*/ u;u) -2-7 

JM^DTxXJk) — N ' - (4-7JUa-a7^;iO frl/7 

4- [(6, 7-v* h + ->-4- + /U;l') -2-7MD7^'J> 
( 1 0 Omg) £ Hl>X> (6ml). MJX3^75 > (1 . 0ml) IdMit 
v^no^^X 1 . 0ml) k:8#Lfc h >J *7s^> (1 0 4mg) 
£}JD;LT 5 fl-raM&iiflftl'fc. 

4-7MDW7S>M (5 5rag) SriDAT, £ £ (C 2 I^MilefL 
L7c„ JE^ffilCfia»^fiS7K*^hU^A*}8flK$Jp^. ^PP^;UATft&aiL, 

i/nP*;UA/7-feh> (2/1) TMF^TS > U □? h if 

5 7^-te:«fc0«B!U glCfb^8 0mg, iRi£ 5 5 %Tf#fco 
'H-NMR (CDC 1j, 40 0MHz): Jl. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 0 4 (s, 3H), 4. 0 5 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H). 4. 56 (t, J = 5. 7Hz, 1 H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m, 2H), 7. 42 (s, 1H), 7. 51 (s. 1H). 8. 
15 (t, J = 8. 9Hz. 1H), 8. 50 (d, J = 5. 1Hz. 1 H) 
IM1 (FD-MS, m/z): 43 1 (MO 

mmm7 .- n- (4- [(6, 7 -v*h*j/-4-*y -2-7 

MQ7i-iH -N' - (2-7°Pfcfx;i/) frk7 

4- [(6, 7-v* h*->-4-*/ UJU) ^+->] -2-7Mo7zU> 
(1 5 Omg) ££dd*;UA (1 Oml), h'Jx^75> (2m 1 ) iZ'0M 
U v^DP^^>(I^L7t h'J*7.y> (15 6mg) SriDAT 1 0 ftP^jD 

^MSSL^o ^H7°da*ju^;u7 5> (5 3mg) £in*.T. £ £> n 3 o ftp^in 
ibnfc?i$^. ^□□*ji/A/7irh> (2/i) -cmmr^> : ynts^)Vi;u 

7h^77-/-i:<tO^L mm<Dit^®*l 6 4mg, iR^8 7%Tf#7c. 
'H-NMR (DMSO-d,, 4 0 0MHz) 62. 49-2. 51 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 -6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m. 1H), 7. 39 (s, 1H). 7. 49 (s, 1H), 8. 16-8. 
20 (m, 1H), 8. 4 6- 8. 4 9 (m, 2H) 

mmms : n- (4- [(6, 1 -v* h^->-4-*/ u;u) ^-^^3 -2-7 

4 _ [( 6> 7 -i?^ h+^-4 -+y u;w - 2 -7;i^d7^u > 
(1 oomg) & h;ux> (8mi), hux3Mi/7s> (1. omi) \zbmm 

Mlsfz'&, h;UX> (1. 0ml) \zmmVfc h U*7.y> (4 7mg) £iO;i 
T5#P B lMitBftL£. ^{3^X5 1 ;i'7a> (6 Omg) $:3t)nAT. £blC5 

mmiiQ^M^ibtzo K£Miz®%immfrmj-h i )vi>*®m$:i]U7L, mm^ji 

TflbntJlJ^. i7DDMA/7-iih> (2/1) TM^-T-5)i>U^yjl/^ 
D7 h£*5 7^-K:ck«9*]f§2l^ il»ft^^7 0mg, »5 3%Tf#fc. 
'H-NMR (CDC 1 j, 4 0 0 M H z ) : 6 1 . 21 (t, J = 7. 3Hz. 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br. 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H). 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s. 1H), 7. 62 (s, 1H), 8. 28 (t. J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
HS##Tflt (E S I -MS. m/z) : 3 8 6 (M' + 1) 

mmM9 : N-7^-N' - (4- [(6, 7 - : J* h*'>-4-*7 U;U) :fr 
4^->] -2-7MD7ilM frUT" 

4- [(6, 7 -V* h*x-4-*/ UJW - 2-7MD7-'J > 

(lOOmg) *hM> (8ml). h'JxWS > (1. 0ml) (ZiP&ig 
8?L7i&, hJVX> (1. 0ml) £jgA?Lfc HJ#*y> (47mg) £*QX. 
T5£HinJ&a8ltLfc. ^t^'5 1 ;U75> (8 0mg) £i)P*.T> £&K:5l3ffl 

<=>n£5i3£, h> (2/1) TSHSTS^U^y^^DT 

•H-NMR (CDC 1 j, 4 0 OMH z) : <5 0. 94 (t, J = 7. 3H z , 3 
H), 1. 40 (m,2H). 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz. 2H). 4. 06 (s, 3H), 4. 09 (s. 3H), 
5. 72 (br, 1H), 6. 56 (d. J = 5 . 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H), 8. 
30 (t, J = 9. OHz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
fffi^M (ES I -MS, m/z) : 4 1 4 (M'+ 1) 

mmmi o ■• n- (sec-7^) -n' - u-r (6, i-v* h^->-4 - 

4V'J;U) ^->l-2-7J^a7i-JH 9U7 

4 _[ ( 6> 7 h + ->-4 - + / >j;i/) 2 -7JWD7-U > 

(lOOmg). £ £ □ □ *JUA (5ml), h 'J X^;U7 5 > (1ml) Izigfl? 
Lfcfg, 5?^PD^^>Kl»»Lfch l J*^y> (I0 4mg) *JPAT5^RSJ 
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M&SSSItLfc. ^Csec -7?;P75 > (48/il) £Jnx.. 1 0 #|BJin!S&iB 
SELfc. m&Tmm^^Lxn SnfcSSS, ^OD^A/7th> (8/ 

1 7mg, W8 9%tffc. 

■H-NMR (CDC 1 3, 4 0 0MHz) : 6 0. 9 5 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9- 3. 8 9 (m. 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 89-6. 9 8 (ra, 
2H), 7. 08 (d, J=2. 7Hz, 1H), 7. 42 (s, 1 H), 7. 51 
(s. 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d. 
J = 5. 4Hz, 1H) 

K*##HS (ES I -MS, m/z) : 4 1 4 (M*+ 1) 
mmmil :N- (4-r (6, 7—Z?* h=frS"-4-*/U;iO **~>1-2- 
7J^D7iUH -N' --i^f^JVyUT 

4-[ (6. 7 -v* h**>-4-*/ LUW **->]-2-7;W07n'J'> 
(1 0 Omg) £#DD*;UA (5ml), h'JxW = > (1ml) fC?gfi?L 
>'^Da^^>Cjg®Lfch«J*^y> (10 4mg) SriDAT 5 ft« 
S&JBSELfe. ^fcf 7 7*3\U'7S> (5 0 m 1) £iD*.. 1 0#MinJ!aHKLJfc. 
KJ&fS££nojfr;PA/7-feh> (4/1) TSHtSx'JAy^DThy? 

'H-NMR (CDCl.,40 0MHz) : 5 0. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1 H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H). 7. 41 (s, 1H). 7. 50 (s. 1H), 8. 18-8. 2 
3 (m. 1H). 8. 48 (d, J = 5. 1Hz, 1 H) 

K*##HI (ES I - MS, m/z) : 4 1 4 (M'+ 1) 
Hflfiffijl 2 : N- {4-r (6. 7-y* h^->-4-*/ Ujk> ^->1- 2 - 
7MQ7i-iH ~N' - (1. 2-v^^;i/7'ae;i/) frU7 
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4_ t (6, 7 -V* h*->-4-*y'JJl') **^]- 2 -7;U^D7H'J > 
(1 0 Omg). £2cm*;i/A (5ml). HJx^;U75> (1ml) fcjgflp 
s;^PO^^>tjS*UfchU*^y> (4 7mg) £iD*.T 3 0 #Fb1 

^fci, 2-v/5 1 ;^oe;w7 = > (55^1) sin*., 1 

7±h> (2/1) TJiBBr5->'J*y;^a-7h^77^-tJ;0IIfSjL. « 
j§©-fb£#l£8 9mg, JRJP6 5XTfl§fc. 

'H-NMR (CDC 1 1, 400 MHz) : 60. 93 (d, J = 2. 2Hz, 3 
H). 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H). 4. 91 (d, J = 8. 5Hz, 1H). 

5. 48 (d, J = 5. 4Hz, 1 H), 5. 74 (d, 3 = 2. 9Hz, 1 H), 

6. 91-6. 98 (m. 2H). 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H). 8. 49 (d, J = 5. 4Hz, 1 H) 

MMttffite (E S I -MS. m/z) : 4 2 8 (M'+ 1 ) 

mmm 13 :N- 12-^00-4- [(6, izSL* K^>-4-^y u;u) 

-N' -^PQ/frl'T 
2_/7 DD -4-[(6, 7-5** h*->-4-*/ 'j;W 7-U XI 

OOrag) S^DD*M(7. 5ml). h 'J X^;U7S > ( 1 m 1 ) (C&ffL 
^□□*;UAICjS»UfcMJ*^y> (9 9mg) £iD*.T, MilifftS: 
5#HLfc. ^tCn-7 p Dt:;i/7S> (2 lmg) SrinAT, 5 b £SnJ!&iS8K£ 

£DP#;|/ATttltfJUfc. MEET&$£g£bTf#b*lfc?j|£&, £DO*;UA 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 0. 99 (t, J = 7. 3Hz. 3 
H) ,1. 5 8 - 1. 6 5 (m. 2H). 3. 24-3. 31 (m. 2H). 4. 
04 (s, 3H). 4. 05 (s. 3H). 4. 94 (t, J = 5. 9Hz. 1H), 
6. 48 (d,J = 5. 1Hz, 1H). 6. 77 (s. 1H). 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz. 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d. J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1H) 

StS##rM (FD-MS, m/z) : 4 1 5, 417 (M*) 
Hlfigyi 4:N- (2-^DP-4-f(6 > 7-5?* 

^~>i7x^;u} — n ' - (4-7;^o-2-^^;U7x-;u) fri/7 

2-i7UU-A-[ (6, 7-y/^y-4- + />JJW t4y]7^'J> (1 
2 2mg), ££DD*jUA (10ml), MJX3MI/7^> (1ml) tigfcPL 
y^DO^^>l:iggUch'J*X^> (1 1 Omg) 4Jn*T3 0#|yi 
M-t?*#Lfc. ^(34-7;i/^P-2-^5 1 ;U7-'J XI 2 6u 1 ) SriDA. 

nfca**» h> (2/i) Tsrm->wwD7h 

'H-NMR (CDC 1 >, 400 MHz): 52. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H). 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H), 
7 . 19 (d, J=2. 7Hz. 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d. J = 9. OHz, 1 H), 8. 50 (d, J = 
5. 4Hz, 1H) 
n&fttirm (E S I -MS. m/z) : 4 8 2, 4 8 4 (M'+ 1) 

mmm 1 5 .• n - (5 -7'a : &-6-^^;i/-2-t:'j -n' - [2-g 

□ D-4-f (6, 7 -x^ h^~>-4-^/ U;W) ^->17i-M ■71^7 

2_/7 DD -4-[(6, 7-5?* S*«>- 4- + /'j;W t+y]7^'J> (1 
22mg), ££dd*;UA (10ml), h'JlWS> (1ml) iCigSIL 
^^□□^^>»Ci$«?Ufch'J*^y> (1 lOmg) £iO;iT3 0#H 
^lz6-7S/-3-7'o : &-2 -/^;Hf Uv> (2 0 8m 

g) Sin*. 2NFWMTffi^Lfc. Kfomzt? ;-)v$:mx. MEETmm* 

SSLTtlbnti^^. ^□Q7jN;l/A/7-bh> (2/1) TJSBB-TS^'J* 

y;u^DTh^77^-»c«tofflst, mmoit^^i 5 5mg, »7 7% 
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'H-NMR (CDC lj, 40 0MHz) : 6 2. 6 9 (s, 3H), 4. 06 (s, 
6H). 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s. 1H), 7. 75 (d, J = 8. 5Hz, 
1H). 7. 93 (s, 1H). 8. 49 (d. J = 9. 0Hz, 1H), 8. 52 
(d. J = 5. 4Hz, 1H), 11. 92 (s, 1H) 

SlfiMHl (E SI-MS, m/z) : 543, 545, 547 (M*+ 1) 
mmmi 6 : N- { 2 -jynn-4-f (6, 7-->7 h^y-4-^yiJJ^) 
^■>17x^} -N' - t>V7 

2 -/7on-4-[(6, 7-v^ h + ->-4- + yj;l/) ^«>]7- 1 J> (1 
22mg), ££dd*;1/A (10ml). h'jX^7S> (1ml) H»»L 
S?£oci**>£i8#L£hU**y> (llOmg) £Jn*.T3 0#Rg 
MT»#Lfc. #K 2 - 7 5 y> - 5 - £ □ □ fcf 'J (143mg) £iQ*v 

nfcJSS*. £PD*;UA/7-fe H> (2/1) TSWrs^'J h 
^^-JcfcOWMU mmcDitSViZ 1 4 8m g, JK*S8 2*T»&. 
'H-NMR (CDC 1., 400 MHz): 64. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d. J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H). 7. 14-7. 17 (m, 1H). 7. 31 (d, J = 2. 7Hz, 1H), 

7. 44 (s, 1H). 7. 53 (s. 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J = 2. 7Hz, 1H), 8. 5 0- 8. 5 3 (m, 2H), 8. 
9 2 (s, 1H), 12. 11 (b r s, 1 H) 

KS##tM (ESI -MS, m/z) 485, 487, 489: (M'+ 1) 
nmmi 7 : N-(5-7a*-2-euyjl0-N'-(2-»cia-4-r(6, 
7 -c^ j^y- 4 -^7 U JU) ^->17x-M U7 

2-^DO-4-[(6. 4 - *y "JJIO ^+v]7-'J > ( 1 

22mg)> €r^DD^;UA (10ml). hUX5 1 ;U75> (1ml) ICi§8?L 
fc^ ^^□□/^>(I)^?Lfch , J*xy> (1 1 Omg) £JP;LT3 0#M 



WO 00/43366 



PCT/JP00/00255 



- 58 - 

^H2-75y-5-^O^Etr U v> (19 2mg) £iD;L, 

titzBt**. {7un*JVA/7-tb> (2/1) TIPSt5y'J*WD7h 
^5 7-r-K:J:0*M8U %m®lt£%}$:l 0 8mg. »5 5%-C1#£o 
"H-NMR (CDC 1 4 0 0MHz) : <5 4. 0 6 (s, 3H), 4. 06 (s, 
3H). 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1 H), 7. 30 (d, 3 = 2. 7Hz, 1H), 

7. 45 (s. 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H). 

8. 15 (s, 1H). 8. 39 (d, 3 = 2. 4Hz, 1 H), 8. 50 (d, 
J = 9. 0Hz, 1H). 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1H) 

nmfttiite (ES I -MS, m/z) : 5 2 9, 5 3 1, 5 3 3 (M'+ 1) 
mmmi 8 : N- {2-»oa-4-r(6, 7-*J* h*is-4-*y >j;p) 
^yl7xrjH — N ' - (2-^h4->7xZj|/) QU7 

2-^DP-4-[(6, 7 -v* K + UJU) ^+->]7~ U > (1 

OOmg) ££DP*;UA (10ml) kUSHPL. 2-^ + y7iz;K7-> 
7^— h (5 4mg) *ftl*.T6 OtT-ttlltfLfc. Srt>«fC^^/-;U*jD 
A, «JET*a£S*LT»6ft&»3£. £ □ D*;i/A/7-fe h > (6/4) 
•VMffl?%i' l )*lf)l'9a-?b?y7<<-\Z&Qffi®L. mm<D<t&<fa£ 1 1 1 
mg, iR^7 7%Tf#/t. 

'H-NMR (CDC 1), 400 MH z ) : <5 3 . 8 5 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5 . 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd, 3 = 2. 7Hz, 9. OHz, 1H), 7. 23 
(d, 3 = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H). 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m. 1H), 8. 
34 (d, J = 9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

li^tl (ES I -MS, m/z) : 4 8 0, 4 8 2 (M'+ 1) 
MtfcM 1 9 : N- |2-gon-4-f(6. 7 - 4 -^7 U;i/) 
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^->17x_;M — N ' - (2- W7 

2 -/70D-4-[ (6, h + ^+->]7~U> (1 

2 2mg) ^^□□^JL'A (10ml) fcigtfU o_- hKWVx7t- h 
(5 9mg) £#n*T^&T-I>fc»L£:. SJ&ttfc^^y-;i/*JnA. MJEET 

'H-NMR (CDC h, 4 0 0 MH z ) : 6 2. 3 8 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H). 7. 01 (s, 1H), 7. 11-7. 14 (m. 1H), 7. 18 

(d. J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H). 7. 46 (d. J = 6. 8Hz, 1 H), 7. 50 (s, 1H), 8. 37 

(d, J = 8. 8Hz, 1H). 8. 50 (d, J = 5. 1Hz, 1 H) 
mmftffiM (ES I -MS, m/z) : 4 6 4, 4 6 6 (M'+ 1) 
mmM2 0 : N- { 2 -?cm-4 -f (6, 7 - 9* b*>>- 4 U )l) 
^yl7i-JW — N ' - (5-*^-2-bfU->^) frU-7 

2 _/7od-4-[(6, h*is-4-*S t+->]7^U> (1 

22mg), S^OO*;i/A (10ml). HJX3\>l/75> (1ml) l;?g#?L 
fcft, ^^□□^^>{Zig«ILfc hU^7.^'> (llOmg) i&JfJDAT 3 0 ft® 
MTfl8#Lfc. &K2-75/- 5 - bfZl U > (12 0mg) £iD*., 2^1 

?cm*JPA/7-fe h> (2/1) TSP^-fS > U *dr;U^ h ify 7 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : <5 2 . 31 (s, 3H). 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H). 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H). 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H). 12. 57 (brs, 1 H) 
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!SH##tM (E S I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 

mmm2 1 : n- t 2-^op-4 -r (6, 7-v^K^->-4-^yj;t/) 

^-^->17x-;i/} -N' - (6-^^-2-bf'J vMU) frU7 

2-^DO-4-[ (6. 7-y^h + ->-4- + /ij;W ^->17ziJ> (1 

2 2mg), ££nm*;UA (10ml). MJX^;P75> (1ml) iCjt^L 
fc^, 5?^nn^^>t}g»Ufch , J*^y> (llOmg) ^MT3 0^ 
tM^Lfc. ^{36-7Sy-2 -tfD'J > (12 0mg) £i!]>L, 2S#f^ 

£D D*jUA/7-fe h> (2/1) -CJgffltZ i/ U *dr>£ DT h ^7 7 
^-HckO*IS!L, 3lgi©{fc£tl£7 3mg, «4 2%T'f#£„ 
'H-NMR (CDCl.,4 0 0MHz): (5 2. 57 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d. J = 8. 1Hz, 
1H). 6. 83 (d, J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J=2. 7Hz. 1H), 7. 44 (s. 1H), 7. 54-7; 
59 (m. 2H). 8. 36 (s. 1H), 8. 52 (d, J = 5. 1Hz, 1 H), 

8. 57 (d, J = 9. 0Hz, 1 H), 12. 45 (s, 1 H) 
KiHH/rM (E S I -MS, m/z) : 4 6 5, 4 6 7 (M'+ 1) 

^MffJ2 2 : N- {2 -QUU-A - [(6, 7 - H^->- 4 / U ^) ^~ 
^->] 7x-Jl/) -N' - (4-/h^y7x-M 7U7&&& 

2-£OD-4-[(6, 7-S^/ h*5/-4-*/ U;W ^^~>] 7-iJXl 
OOmg) £7DP*;i/A (4ml) izmMLfz'ik. 4-^h + ^7i"MV 
->7^— h (60/i 1) %1)U7LT£.UT—mKfcLtzo MET?£$£§g£U # 

tiiLfcz£F££©3lzi$U N-2-^DD-4-[(6, h + ^-4- + 

J U JU) ^+->] 7I-JP-N' - (4 -J* h + ^7x~;U) 7t/7£9 Omg, 

'H-NMR (DMSO-d,, 400 MHz): 53. 73 (s, 3H), 4. 0 

3 (s. 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz. 2H), 
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6. 97 (d, J = 6. 6Hz, 1H). 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d. J = 2. 7Hz, 1 H), 8. 39 (d, J = 
9. OHz, 1H), 8. 49 (s, 1H), 8. 82 (d, J = 6. 6Hz, 1 
H). 9. 4 9 (s , 1H) 

gj]§£ff!)2 3:N-{2-£PO-4-r(6, 7-v* h^->- 4 -^y ij ;t/ ) 
^-^->17x-JU} -N' - (l-^-^^;!/) 

2-^OD-4-[(6. 7 -i/* h + y-4-^;UJW ^+->]7~U> (1 
2 2mg) Si/no^A (10ml) ll&^U l-t7W/->7t-h 
(7 5mg) £iQATM-?-lft»L£: e S^lc/^ J-)\,*1&^ MJET 

-^;U^JDAfc. #r£tiLfc*£ll£zlg®U ^lOft^lOSmg, W5 7 

'H-NMR (CDC 1 j, 40 0 MHz) : (5 4. 03 (s, 3H), 4. 04 (s, 
3H). 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 

7. 6Hz, 1H). 8. 3 8 - 8. 4 0 (m, 1 H), 8. 48 (d, J = 5. 
1Hz, 1H) 

KM^M (ES I —MS, m/z) : 5 0 0, 5 0 2 (M'+ 1) 
g£MiftJ2 4 : N- (2, 4-y7MO7xi;0 -N' - (4- [(6, 7 - y 
^ h ^->- 4 -^y ijjp) ^-^->] -2, 3-v^^;l^7x-;U} frU7 

4- [(6, 7 -v^ h + ->-4- + /U;i/) -2, 3-->*^^;i/7- 

U> (7l0mg) £?DD*;PA (7ml) £8#Lfc&. 2, 4-->*7;i/^" 
D7i-MV^7t- h (310/il) ^iD^TMMif^ll^L*:. ^ 
(C^S^X-x^^inA, ^ffiL££t|8£©3IMU ^HOffcS#>£ 7 3 5m 
gl iR2p7 0 %Tf#fc. 

■H-NMR (CDC 1 4 0 0MHz) : <5 2. 14 (s, 3H). 2. 2 7 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H). 7. 10 (s, 1H), 7. 40-7. 

45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 

46 (d, J = 5. 4Hz, 1H) 

StSfttfHi (FAB-MS, m/z):480 (M* + 1) 

mmm2 5 : n- u-r (6. 7-v^h^^-4-^y uju) a-*->i-2, 

3 _.?;^jt,7 X -jH — N ' - (4-7^tD-2-^Wx-;W frU7 
4-[ (6, 7-v7h4 ; y-4- + yU;W t+->]-2, $- s J*?-)V7— 
"J > ( 1 2 Omg) ^^□O/^JUA (10ml). h L)X?;U75> (1ml) (I 
jgflgLfcft. ^on^^>K:**tfch»J*^y> (1 1 Omg) £ifl;LT 3 
0^P B 1^iST-»Lfc. ^(3 4-7;^0-2-^5 1 ;i'7^U> (12 6/il) 

LTf*£>*lfcSiS£. £an#Jl/A/* (91/9) TS^TS->U* 

y;u^o"7h^7 7^-c«fcofflaiL. mmoit&viz 1 60mg, W9i% 

'H-NMR (CDCl,,4 0 0MHz): 52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s. 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1 H), 
6. 9 4- 7. 0 3 (m. 3H), 7. 43 (s, 1 H), 7. 4 6 - 7. 5 5 (m. 
2H), 7. 60 (s, 1H), 8. 43 (d. J = 5 . 1Hz. 1 H) 

R*#*rffi (ES I -MS, m/z) : 4 7 6 (M'+ 1) 
g|fififf]2 6 : N— (4-T (6, 7-5?* h*->- 4 U ;U) 2, 
3 - ypt^Jl/7xXJU} ~N' - (3-7MQ-2-/h^y7x^) 7 U 
7 

4 -[ (6, 7-v* h*->-4-*/'j;W 2. 3-y^f)V7^ 

U> (1 2 Omg) A (1 Om 1 )> MJX?;P7 5> (1ml) tz 

^DD^^>t8»l/fchU^y> (11 Omg) £JjnAT3 
0»HW^88i*^3t. *fc3-7;P*P-o.-7 = ->5?> (132/1 1) £JJD 
A. 2»IB44'PS« 5 l/fc. E^ftC^^^-^feiO^.. MJ£T7£$£g£LT 

£do*;ua/**/-ju (9i/9) Tg§B-r*s/'j*^> 
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^□Th^77-f-i:<}:0iSl/, M©ffcfc*ft2 3mg,l$l 3%T1#fc. 
'H-NMR (CDC1 ; , 4 0 0MHz) : 52. 15 (s. 3H), 2. 32 (s. 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s. 3H), 6. 28 (d. J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8. 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
nmftffite (ES I —MS, m/z) : 4 9 2 (M' + 1) 

mmm2 7 : N-(5-^a ; £-6-^^jU-2-e'J->-;i/)-N , -(4-r(6, 
7-v^ h^v-4-^yj;t/) ir*i/\-2, 3 -v^^Jl/7x-;i/} 

4-[ (6, 7-y^h + ->-4- + /iJJH t+->]-2, 
U > ( 1 2 Omg) Sr^cm^A (10ml). h Ux^;U7S > (1ml) f3 
?&3?L7c^ ^□□^>lCi§)5?Lfc MJ**y> (11 Omg) £iQ;tT3 
0#F.Jmi£T«L£. ^IC6 -75/- 3 -7*D^r- 2 J v> (2 

osmg) ^jda. 2^r^iaTjs^t/r. s^{c^^/-;1/^*da, meet 

^$£^£L-a#bn/cS5££, ^□o*^A/^^/-;i/ (9 1/9) TM^ 
f5y , J*v-'Movhy77^-i;J;D?ll3U SUtfMfc^S: 1 0 3mg, 
iK^5 2 %T?#£. 

'H-NMR (CDC Ij, 4 0 OMHz) : 6 2. 16 (s, 3H). 2. 42 (s, 
3H), 2. 65 (s, 3H). 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H). 6. 64 (d, J = 8. 8Hz, 1H). 7. 
04 (d, J = 8. 8Hz. 1H). 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz. 1H), 7. 91 (d, J=8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d. J = 5. 4Hz, 1 H), 11. 30 (b 
r s , 1 H) 

JtSft-flfM (E SI-MS, m/z): 537. 539 (M'+l) 
mMm28 :N- (5-^DP-2-b:'Jy^) - N ' - (4- [(6. 
h^Ff>— 4 — =^7 U ;U) -2, 3-y/^7i-Ji>) frU7 

4- [(6, h*->-4-*/ U JU) -2. 3->7W- 
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U> (3. OOg) &^OD*M (15 0ml), H Uxf^7 5> (6ml) 
lz®MLtz'&. Wnn*?>izmmLtzbV**7> (2. 7 4g) £Jn;LT 
MT3 OfrPem^LTc. ^t2-75y-5-^nnhf'J->*> (2. 3 8 g) 

L7c„ MffiTi£$£^£LTf#bft£3l££. £ □ dt^UA/*^ y* -)V (2 0 

3. 4g, iK^7 7%Tt#fc. 

'H-NMR (CDC lj, 4 0 0 MH z ) : 8 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H). 6. 89 (d, J=8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 62-7. 68 (m, 2H), 

7. 90 (d. J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz. 1 H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1H) 

mm^mm (esi-ms, m/z) : 4 7 9, 4 8 1 (m*+ d 

9 : N— (5-7 , D^-2-lf'Jy^) — N ' - {4-f (6, 7 -is 

4-[ (6. 7-y/h + y-4- + yj;W ^/]-2, Z-V*^)\,T- 
U > ( 1 2 Omg) DD*;i/A (10ml), h 'Jxf^75> (1ml) IC 
mmvtcik, ispvatfyizmMLfz HJ*xy> (llOmg) £fln;LT3 
0#M)STjl#L7Co ^tC2-75/-5-yD ; &fcrU->*> (19 2mg) £ 

T#bft/cSI££, ^Dd^A/;*?/-^ (9 1X9) T-mfflTZi/Vfiy 

©X-xJUT^,r B £#Tli}£-tt-MU SH©{fc-&^£8 Omg, iK^4 1%T-?# 

'H-NMR (CDC lj, 400 MHz) : 8 2. 16 (s, 3H), 2. 38 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s. 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d. J=8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m, 1H), 7. 89 (d, J=8. 8Hz, 1H), 8. 31 (d, J=2. 
4Hz. 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s. 1H), 
1 1. 1 7 (b r s. 1H) 
Jt*##HI (ESI-MS. m/z): 5 2 3, 525 (M' + 1) 

mmm3 o : n- u-r (6, 7 - s j*v* s s-4-*j*))V) ^->i-2, 

3 -^/^Jl/^xriJU) — N' - (2-* h^->7x~;U) frl^7 

4_j (6, 7-y7F + ->-4- + ;UJl') **->]-2, 3-i/^^7- 
■J> (I20mg) *^op*JUA (10ml) £Jg#U 2-/h^->7i- 
MV->7t-F (60m 1) £iD;LT£iBT-lftlI#Lifc. RfoWHZ*?/- 

fut^iOX-fJl'SlDJLfc. #rtfJLfc3£ll£fiBU ^S©fk^«I* 1 3 1 
mg, iR*7 5%-V%tz. 

'H-NMR (CDC1,, 400 MHz): (52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s. 3H). 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d. J = 5. 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s. 1H), 7. 62 (s, 1 H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d. J = 5. 4Hz. 1 H) 
K*##rffi (ES I -MS, m/z) : 4 7 4 (M' + 1) 

mmm3 i : n- u-r (6, 7 - h*->- 4-*; u;w ^->i- 2, 

3-y^^;P7x-JH ~ N ' - (2-/^7i-JP) *7l/7 

4 _[ ( 6> 7 -v^ h + ->-4- + /'j;i/) :**->]-2, 3-5>*^JU7=. 
U> (12 Omg) ££DO*;UA (10ml) £jgfi¥U o.- hJM'JH'VS' 
7i—h (5 5 m 1) SJflATifiTf-*«*Ufc. S^ttC^^/-^*UP^.. 

s©x-x;p*iD^fc. «ffflLfcfea*a«L. a«o^«si3 0mg. «r 

$70 %T"t#7Co 
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'H-NMR (CDC 1 4 0 0MHz) : 6 2. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 

2 3 - 6. 2 8 (m, 3H). 7. 02 (d, J = 8. 5Hz, 1 H). 7. 14 
-7. 17 (m, 1H), 7. 2 4-7. 2 9 Cm, 2H), 7. 43 (s. 1H). 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H). 8. 43 (d, J = 5. 4Hz, 1 H) 

Stfi##rM (E S I -MS, m/z) : 4 5 8 (M*+ 1) 

mmm3 2 : n- (4-^oa-2-^5 l ;i/7xzLji/) -n' - u-r (6, 

7 -i?* ^->-4-^y ijju) ^-^vl-2, 3 -y/fJ^xZJH U7 
4-[(6, 7-y^h + y-4- + ;'JA) 2, 3->7W- 

U> (1 2 Omg) ^^dp*;UA (1 Oml). hUx^;U7S> (1ml) 
jg^Lfc^ yi7DO^^>l;ilILf^'J^xy> (1 1 Omg) &JDX.T3 
0^f^MT»bfe. ^tC4-^00-2-^^7^U> (1 3 0 u 1) £ 

-n#e>n£$2&> ^DD^^A/^^y-^ 01/9) TMna-f s^u^y 
;u^d-7 h^^^-Kctomuu mmcDitsvoz 1 3 6mg> ^75%-t? 

'H-NMR (CDCh, 400 MHz): 52. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d. J = 5. 4Hz, 1H). 6. 33 (s, 1H), 6. 40 (s, 1 H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2- 7. 44 (m, 2H), 7. 60 (s, 1H), 7. 65 (d. J = 9. 0 
Hz. 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

nAfttixii. (E S I -MS. m/z) : 4 9 2, 4 9 4 (M'+ 1) 
mmm3 3 : N- (4-r (6, 7 -is* 'J ;i/) ^-^->i-2, 

3 -^^fj^i-^l - N ' - {2-\Z*) s J)V) OUT 

4 _ t (6> 7->7h + /-4- + ;'j;i') ^-+->]-2, 3-5^^7 = 
>J> (1 2 Omg) A (10ml), HJx3 : -;i/7 5> (1ml) \Z 

mmXstz'ik. i/>7na*?>\Z®ffiLtzh ] )-fc7<'f> (11 Omg) £iQA.T3 
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o^iiiatWU;. ^tc2-7$y tru> J > (io4mg) $iPA, -ma 

Z>un-fr)\,k/*9 ;-)\> (9 1/9) TM^-r5->U*y>^n-7h^7 7^ 

'H-NMR (CDC 1 4 0 0MHz) : <5 2. 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d. J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d. J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

Mfi##TfI (E S I -MS. m/z) : 4 4 5 (M # + 1 ) 
^003 4 : N- {4-f (6, 7 -*J* H**>- 4 -*J UJP) ^^->1-2, 
3-y^^7i^JM - N ' - (5-*5 1 ;U-2-fcfU> ? A) fr^7 

4-[(6. 7— h*->-4-*,"J;i/) **->]-2, 3-v^^;P7- 
U > ( 1 2 Omg) £?cm*;l'A (1 Om 1 )> h 'Jx5 1 ;i'7 5> (1ml) K 
jg#?L£^ ->*^DD;**>lC?§^L*:hU*X^> (1 1 Omg) £JD*T3 
0^r B ^rSTfS^tfc. ^(C2-75y-5-trDU> (120mg) £iUA, 

tifcS!2&, ^□□^;UA//^y-;u (9 1/9) TM^-ts->'J;fry;i^D 
T h^?:7-r-KJ:0ttSU mm(Dit£®£l 2 2mg, iR#7 2%T!#fc. 
'H-NMR (CDC 1 >, 4 0 OMHz) : 5 2. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J=8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 99 (d. J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 4 4 (d. J = 5. 4Hz, 1H), 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1H) 
KSMHI (FD-MS, m/z): 4 5 8 (MO 
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mmm3 5 : N — ( 4 — r (6. h*->- 4 -*7U )V) ^^->1~2, 

3-y/^7xZJH - N ' - (6-^^;i/-2-hf'J-^;i/) frl/7 

4 _f ( 6> 7-y/h^y-4- + 7UJW lr* : s)-2, Z- : J*?)V7- 
U> (1 2 Omg) ^^pd*;UA (10ml). hUX5 1 ;U75> (1ml) tC 
jg^Lfc^ i?t7nn*&>\zmmistcbVfcz¥> (11 Omg) £iQ*.T3 
0^r B miaT'Wb^. ^t'6-75y-2-tfnU> (12 0mg) £iDA. 

^OO^A/7-th> (4 0/6 0) TSBBTS^'J*^^ O"? h 
^^-HCfcOttfiL. Il©{^i&6 4mg, M 3 8 XT»fc. 
'H-NMR (CDC 1 1, 4 0 0MHz) : 5 2. 1 6 ( s, 3H), 2. 4 4 (s , 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H). 6. 
32 (d, J = 5. 4Hz, 1H). 6. 61 (d, J=8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz. 1H). 7. 04 (d, J = 8. 8Hz, 1 H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 
79 (s. 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H). 11. 7 6 (b r, 1 H) 
Hfi##Ht (FD-MS, m/z): 4 5 8 (M*) 

6 : N- (4- [(6, 7 h*->-4-*/ - 2. 

3-y^f)P7i^) — N ' - (4-* h^->7x-;U) frl^7 

4 _ [( 6> 7 -v^ h^->-4-^yj;i/) tf*x]-2, 3--^/^7- 
U> (10 Omg) (4ml) \ZfeMLfz'&* 4-^h + ->7x 

;Myy7t-h (6 0m 1) £flO*.TMT— SfeRffibfc. «BETJSME*S 

10 A. #rffllxfcttl»S!»3l«iaL. ajBOffc^S: 1 1 5mg, JR^7 8%Tf# 

'H-NMR (CDC li, 400 MHz): <52. 02 (s, 3H). 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H). 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d. J = 9. 0Hz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H). 7. 39 (d. J = 9. 0Hz. 2H), 
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7. 67 (s, 1H), 7. 69 (d, J=8. 8Hz, 1H), 7. 92. (s, 
1H), 8. 2 0 -8. 2 3 (m. 1H) 

H*##tM (E S I —MS, m/z) : 4 7 4 (M 4 + 1) 
gWJ3 7 : N- (2, 4-y7MD7i^) -N' - (4- [(6, 7-v 
^ S^->-4-^y -2, 5-y7f^7i-JH frl^7 

4- [(6, 7-y/f^y-4- + /UJW t^->] - 2, 5-^f^7= 
U> (2 0 Omg) *^nn*;i/A (1 5ml> tjS^Lfc^. 2, 4-y7^ 
tD7i-MVy7t-h (88m 1) *JBATttlS&jaiSES 1 I^PflLfc. SJfc 
^□o^JUA/ y 7-th> (4/1) •Vmffl?%i' l )%7)l'irn-?htf7 7 
W-fcJ:B»$SU nm<D\t£®*2 8 7mg, iR$9 7XT?*#fc. 

'H-NMR (CDC 1 3> 4 0 OMHz) : 52. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz. 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H). 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

MMftffiM (FD-MS, m/z): 4 7 9 (MO 
£ffiflJ3 8:N- {4- C(6, 7 - h* U )!/) ^->3 -2, 

5-y/fJ1^7i^) — N ' -?U\L)\,^VT 

4- [(6, 7-y^^y-4-+y'J^) **->]-2, 5-->*/^7^ 
ij>(l50rag) £?cm*Jl/A (13ml), hUx^75> (1. 5ml) 
\zmffil,fz'&, $na*,)ll±\zmmisfzh ] )*7,>f> (15 1mg) %1)U?LT, 
mmm.m^5^-mLfzo &\Zn-7a¥)\,7S.> (3 3mg) £*D*_T, £6>(; 

^□□^;UA/7-tH> (4/1) T-mfflirz-siJfttffrZn-? htfyyj-lz 
£Qtmiss mmvitS®)* l 7 8mg, iK3S9 5%Tl#fc. 
"H-NMR (CDC h, 4 0 OMH z) : <5 0. 94 (t, J = 7. 3H z , 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m. 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
ftfi##rM (FD-MS. m/z):4 0 9 (MO 

mmm39 .-n- (4-^dp-2-^^7x-^) -n* - (4-r (6, 

7-S?^h^j/-4-^y'JJU) ^•^■>1-2 > 5->7^7irM frU7 
4- f (6, 7-v 5 ^ h + ->-4-^yu;i/) **->]-2. 5-^*^7- 
ij>(100mg) A (1 0ml), HJX3MU7 5> (1ml) fC 

®Ml;tc'&. 5^nD**>fcJg»LfchU**y> (9 2mg) £}JQX.T3 0 
»BlgiaT««il/fc. *lC4-i'DD-2-^W^ l J> (4 4m 1) $JDA, 

'H-NMR (CDCI )( 4 0 0MHz):52. 16 (s, 3H), 2. 21 (s, 
3H). 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s. 3H), 6. 
28 (d. J = 5. 4Hz, 1H), 6. 30 (s, 1 H), 6. 32 (s, 1 H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H>, 7. 43 (s. 1H), 

7. 58 (s, 1H). 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1Hz, 1H) 

R£##fffi (ES I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 
ttf&m4 0 : N- (4-r (6, 7 -y^ h^x-4 U;U) ^->1- 2. 

5 _y^^;i /7x -;i/} -N' - (4-7)V*n-2-*?-)U7x.—)V) frU7 

4 -[ (6, 7-v 5 * h*->-4-*yU;W **5/J-2. 5-->*P^;U7X 
ij> (lOOmg) ££DO*;UA (1 Om 1). h 'J X^;U7 5 > (1ml) C 
mmLtc'&, LfcHJ#*y> (9 2mg) &JPAT30 

^f B 1iS«lf:. ^lZ4-7/U^D-2->^7XU> (4 2/z 1) £flD 

tfjUATtttiBU ^DDtfJI/AjBSffiK^HJ^AT&iftLfc. Z$J±T?§$£g 
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1t. 

'H-NMR (CDC1j,4 0 0MHz): 52. 15 (s, 6H), 2. 30 (s, 
3H), 4. 0 5 (s, 3H), 4. 0 6 (s, 3H), 6. 2 4 (s, 2H), 6. 
28 (d, J = 5. 1Hz. 1H), 6. 94 (s, 1 H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9-7. 5 2 (m. 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5 . 1Hz, 1 H) 
I«I (ESI-MS, m/z):4 7 6 (M'+l) 
mmm4 1 : N- (4-f (6, 7-v* h^r->-4-^/ UAO ^-^->1-2, 
5 -j;*^)l,7x.-)\,} — N ' - (3-7;U^P- 2 h^->7x~Jl/) frU 

z 

4 _ f (6> 7 -v* h*->-4 U^) 2. 5-^*^7^ 

ij > ( 1 0 Omg) ^on^JbA (10ml), h 'jx^;U7S > (1ml) \Z 
jgflPl/fcffc, v^7DD^^>{C}i^L/^:h 1 J*7.^r> (9 2mg) £iD*.T3 0 
^MMTftttLfc. ^fC3 -7;^o-o.-7-->-^> (44ji 1) 

E/fc&£ffi?n&£7)c3&± h U £A7j<fg&£j!JD;i£ □ □ 
ATfc&tBU ^DD^Al^S^hU^AT^Lit. «ET*ttt*»*L 

-a&snfcg&s*. ^DD4>;i/A/7±h> (2/i) •vmwt&i'VjjrM 

□ V ^77-r-U:«fcg**8lL, gtmoHtG®* 1 2 6mg, JR^8 3%Tl#£o 
'H-NMR (CDC Ij, 400 MHz): 52. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d. J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4-6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H). 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s. 1H), 8. 0 2 -8. 0 4 (m, 
1H), 8.4 8 (d. J =5. 1Hz, 1 H) 

Sta##Hi& (ESI-MS, m/z):49 2 (M'+l) 
mmm4 2 : N- (4-f (6. 7- s J* h*->- 4 J U JU) 2. 
5-/^7i^l -N ' - (2-^f^7i^) frl^7 
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4 -[ (6, 7-^h*y-4- + ;'JJW ;t*->]-2, 5 3^7- 

ij > (io omg) s^od^a (10ml) £?g^u o.- mmj^vs' 
7^-- h (46/i i ) ^iP^.T^jgT-M^Lfc= s^K^y-ju^inx., 
m&rmm^^rmntzj^^. ^□□^;PA/7-feh> (2/1) th 

itSy'J^Wa^ b#77<<-lz£l)nmL^m(Dl\:£y)$: 1 1 lmg, 
JR$7 9 *T?f§fc. 

'H-NMR (CDCh,40 0MHz): 52. 12 (s, 6H), 2. 26 (s, 
3H). 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz. 1H). 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H). 
7. 42 (s, 1H), 7. 59 (s, 1H). 7. 63 (d, J = 7. 8Hz, 
1H). 7. 68 (s. 1H). 8. 43 (d, J = 5. 4Hz, 1 H) 
MMft%Ti& (E S I -MS. m/z) : 4 5 8 (M'+ 1) 

mmm4 3 : n- (4-r (6. i-v* y*~/-a-*j 

S-:j*?-)),7 3L-M — N' - (2-^h^->7i-^) 71^7 

4-[ (6, 7-y/h + y-4- + / l J;i') **->]-2, 5-^^^;U7- 
'J> (10 Omg) (10ml) !c?gfi?U 2-/h^->7i- 

MVyJt-F (4 9 m 1 ) ^JJOAT-M^M^Lfc. SMl:/^;-^ 
£}JDX.. MET^£^£LTf#bft£?3l££, ^□□*;UA/7-lih> (2/ 

'H-NMR (CDC 1., 400MHz):<52. 14 (s. 3H), 2. 24 (s, 
3H), 3. 75 (s. 3H), 4. 03 (s. 3H), 4. 07 (s. 3H), 6. 
31 (d. J = 5. 1Hz. 1H). 6. 8 4- 6. 8 7 (m. 1H), 6. 95 
-7. 03 (m. 3H). 7. 06 (s. 1H), 7. 44 (s. 1H). 7. 56 

(s. 1H), 7. 61 (s. 1H), 7. 63 (s, 1H). 8. 17-8. 20 

(m. 1H). 8. 46 (d, J = 5. 1Hz, 1 H) 

(E S I — MS, m/z) : 4 7 4 (M'+ 1 ) 
mffl4 4 : N-(5-7'a^-6-/^-2-£Uv;i^-N'-{4-r(6, 
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7 -*J* h*is-4 U;U) ^->1-2, 5-y^^7x-;b) frl/7 
4-[ (6, 7-y7h + y-4-^yjjP) **->]-2, 5-y7W^ 
U> (1 OOmg) ^^dd*;I/A (1 Oml), HJx^;i/75> (1ml) \Z 
y'^ o d/^ >|;g|Lf : F >J *^y> (9 2mg) £2iQAT3 0 
#Mr£TJf#L7c. &\Z6-7S.y-3-7nt- 2-*?)U¥ Uy> (6 9 
mg) SriDA, S^KtSftlF^Jc^ h U £ A7kmm& 

□ PtfUl/ATttJifci ^7 □ o*Jl/Al$ »t h 'J CATgiLfc. ME. 

X— r^^rin^feo #r£BL£ig 1 p a £z!i©U Il^^80mg, JR^4 8 

'H-NMR (CDC h, 400 MHz): 52. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H). 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8 . 5Hz, 
1H), 6. 98 (s. 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d, J=8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1 H). 11. 17 (br, 1 H) 
Hfi##fM (ESI — MS, m/z) : 5 3 7, 5 3 9 (M'+ 1) 
mmm4 5 : N- (2. 6-->^ h^->- 3 - J 2M zMl ~ { 4 — r (6. 
7-y^h^y-4-^;UiW ^-^vl-2, 5-//^7xiiW 

4-[ (6, 7-y^h + y-4-^y'J^ ^->]-2, 5-y7?A7^ 
U> (1 0 Omg) A (10ml). h'JX?\;P75> (1ml) (C 

®MLfz'&. f/^DO^^X3)t^L7chU*7sV-'> (9 2mg) ^iDAT3 0 
#r^i£T}&#L£:. 6-x^ h*^£"J v> (7 Omg) 

2: in A, gr£T-®$#Lrc. £^(Cg§?Qj^^k^hU£A7K^&£;!jD Ay- 
CD d*;l/ATlfiffiU ^□□^JUA^^B5if^hU , 7ATll;^L7to MJ£Ti§$ 
£@£LTf#bft£8l££, 4>fi0^cm*;UAlcig8?U (z£fi©x-7- 
;i/£iQ;Lfc 0 tfrmLfclSJi^flSlxL. SlOft&ft^l2 4mg. J|K^7 9%T 

'H-NMR (CDC 1 h 4 0 0MHz) : 5 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s. 3H), 3. 95 (s f 3H), 4. 06 (s, 3H), 4. 
07 <s. 3H). 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s. 1H). 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J=5. 1Hz, 1 H) 

mmfrtirW. (E S I -MS, m/z) : 5 0 5 (M'+ 1) 
mMW4 6 : N- (4- [(6, 7-y* h*is-4-*r/ - 2, 

5-^^^-Ji/7xn;i/) — n ' - (4-^ h4^>7x-;u) frU7 

4- [(6, 7-y/h^y-4- + ;'JiW t+y] -2, S-V*?-)V7- 
U> (lOOmg) & 2 an MA (4ml) £i$#Ljfc&. 4-^F+->7x 
-JP-TV->7±-h (60m 1) ^JoAT^rST-lftS&Lfco MEE~R£$£g 

fc. 

'H-NMR (CDC 1 j, 4 0 0MHz) : 6 2. 0 7 (s, 3H), 2. 26 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H). 4. 08 (s,3H). 6. 
39 ( d> j = 6. 1Hz, 1H). 6. 80 (d. J = 9. 0Hz, 2H), 6. 
87 (s, 1H), 7. 36 (d. J = 9. 0Hz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1 H), 7. 80 (s, 1H). 8. 
19 (br, 1H). 8. 27 (d, J = 6. 1Hz, 1 H) 
»ft#8HI (ES I - MS, m/z) : 4 7 4 (M'+ 1) 

mmm4 7 : n- u- [(6, 7-/^h^y-4-t;'j;w a-*->] -2 

--hD7i-M -N' -zTn^JlOUJ 

4- [(6, 7->7 h*^-4-*y - 2 -ZH07-UX1 

50mg) ^i?DD^A (10ml). h 'J X3MU7 5 > ( 1 . 5ml)(C?gfi? 

^□□*;UAICJS»Lfch'J*^y> (14 4mg) £iP;iT> jbn&jS 
8K£ 5#WUifc. *Kln-'7nfcMI'7 5> (3 1mg) ^riQ^T. £ b KM&I 

^Da^UATttaiLfc. ®ETi§«*£@£LTfl£*i;fc3S££. 
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*;UA/7-izh> (4/1) -emmTZ> : sV*'r)Vt7u-?Y<f7 74-\z&t)m 
»U ^mvit-S,®* 1 6 Omg, iR^8 6 %T#7c. 

'H-NMR (CDC 1j, 400MHz) : 6 1. 01 (t, J = 7. 5Hz. 3 
H) . 1 . 5 9 - 1. 6 9 (m, 2H) ? 3. 2 7 -3. 3 4 (m. 2H), 4. 
05 (s, 3H), 4. 0 6 (s, 3H). 4. 95-5. 01 (br, 1 H)., 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz. 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz. 1H). 9. 7 4- 9. 7 9 (br, 1 H) 
Slfifl-ffrffi (FD-MS, m/z):42 6 (M') 
Mt&ffl 4 8 : N— (2, 4-y7MD7i-iW — N ' - (4- [(6, 7 - v 
^ ^=^->-4-^y :t*v] -2--hP7x-JH 9k7 

4- [(6. / h^->-4- + yJ^) -2-iFD7-'JXl 

0 Omg) $^dd^A (1 Om 1). b'JX3MP7S> (1ml ) \Z®MLfz 
fg, ^□□^Jl/A{'}§^Lfch'J*xy> (9 6mg) £in*-T, iDMtffi£:5 
ftf^Lfc. ^132. 4-y7Mo7-U> (4 5mg) £flD;iT, $^>lzM 

*;UA/7-feh> (3/1) -Clflt§ii-/'J*W^D7 
OfitSiU g|gl?Mfc£^£8 lmg, JR^5 6%T'f§7c. 
'H-NMR (CDC 1j, 40 0 MH z ) : 6 4. 05 (s, 3H), 4. 06 (s, 
3H). 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8- 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1 H), 9. 
9 8 (s, 1H) 
Hfi#M (FD-MS, m/z) : 4 9 6 (M') 

mmm4 9 : n- { 3, 5-v^pq-4-r (6, 7-9* h^->-4-^/ ' 

■j;[/) ^->17xZJH -N' - (2, 4-y7;i/^-a7Ji-;i/) 7U7 
3, 5-->*^nn-4 -[ (6, 7 -vj* h + ->-4- + y | j;U) ^"^f>]7- 
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l)> (5 3mg) *^nn*;UA (5ml) 2, 4-y'7M07i 

iMV->7t-h (34m 1) *10AT-*jlU»a«Lfc. «JETSttE*aS 
LTf»6nfc«S*, ^□n^;UA/7-feh> (2/1) T'mm?ZisVfi7)U 

'H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 05 (s, 3H), 4. 09 (s, 
3H). 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 05 (s, 1H); 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s. 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 
SiMl (FAB-MS. m/z): 5 2 0, 5 2 2, 5 2 4 (M'+l) 

mmmso-.N- (2, 4-^y)l^-ayaL-ju) — N ' - (2-?;M-a-4 

- (f6 H*->- 7 - (2-tJl/7t'j;ih^-» - 4 -*cJ VMtti/) 
7x.-)l) <7U7 

N— (2, 4-->'7M0 7i-;W — N ' - { 2 -7JP:*D-4 - [(7-fc 
Hp=¥->- 6 h*->-4-*/ UA) 7x-)H 71/7 (2 Omg). 

»'J^A (7mg), SOitr by-n-y^^jy^-^A (2mg). N 

- (2-^PDX^) t^U^K* (lOmg) £N, N-y/fiW 
ATS H (lml) iC@fi?L7 OtT-WLfc. S^tttfiafD^K**^ h 

y -;k 3 0 / 1 ) 5 $& -> u * y ;p * □ t k y 7 7 -r - c «fc <o m m l . 

1 4rag, iR^5 7%Tt#7c. 
•H-NMR (CDC h, 400 MHz): 52. 57 (t, J = 4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d. J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m. 4H), 7. 35 (s, 1H), 7. 4 
3 (s. 1H), 7. 9 6 - 8. 0 2 (m, 1H), 8. 13-8. 17 (m, 1 
H), 8.44 (d. J = 5. 1Hz, 1H) 

%fl60il5 1 : N - (2 -^□□-4- {[6-^ h*->- 7 - (2-^'j;i 
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M^yQ -4-^yj;i/] ^~^-» 7x-JU) -N' - (2, 4-->*7;U:tP7 
X-JU) -7^7 

N- [2-2UU-4- [(7-t Ho^>-6-^ h + y-4- + y'JJW * 
7irjU — N' - (2, 4-y7MD7iZJW 71/7 (174mg) 
£N. N-v^^Tt^ATS K (9ml) t^Lfc&s es^U^A (64 
mg), 3^^xh7-n-^5 L ;P7> ; e-^A (14.mg). N- 
X3S>W ^*U>ttK* (8 6mg) SiDAfc. 7 0tTl 7«M, R 
jSSfiUfiafP^ffiTkSfl^-h'J^ATKiSffltSlDTL. ^PPsM/ATttfcBU 7PP* 

^□□*JUA/^^y-JU (2 0/1) TJI^T5^U#7\>I/7P^ h 7*77^ 

'H-NMR (CDC 1 j, 4 0 0MHz) : 5 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H). 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d. 
5. 1Hz. 1H). 6. 8 5 - 6. 9 7 (m, 2H), 7. 0 9-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s. 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1 H), 8. 28 (d, J = 9. 0Hz, 1 H), 
8. 5 1 (d, J =5. 1 Hz, 1H) 

giMl (ESI-MS, ra/z): 5 8 5, 5 8 7 (M'+l) 

5 2 : N- (2, 4-y7MD7iZj|/) -N' - (4 - {[6-^h^ 
7 - -4-^yj^] ^-^^} -2. 5-f/^ 

^•;|/7x-;i/) 7U7 

N- (4- {[7- ("OS?;M-*-» -6-^ S + ^-4-^y U;U] ^v') 
-2, 5 -v^^JU^x"^) — N' - (2, 4-/7WD7x-M 7l/7 
(3 6 6mg) *N. N-y/fJ^M75H (6ml) £ig#U ?m<t^ 
7y>7A (3 6 6mg) £J0A. #3lM£Bgl"FMT 1 lfe»#Lfc. METigil 

*giL^pp*;i/A. ^^y-;nci§ft?L, -fe^-r HaiSLfc. meet 

Sttt*S3cLTf»&ttfc»£ (2 13mg), M'J'JA (10 9mg). 3 "7 
■ffcx h 7- n -7'5 1 ;U7> : &- , 7A (12mg), N — (2 - £P DIfW 
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#'J>£M (7 4mg) *N, N-y^fMM7SF (5ml) IzMMV 
;l/AT$iBU ^PD^Al^i^hU^ATg^Lfc. «ET»«*S* 

LT»&*ifc3»**. £np*Ji/A/**/-;u (io/i) r-mm-r^mm^ 
5%-cntc. 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 62. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J = 4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H). 3. 76 (t, 5=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz. 2H), 6. 31 (d,J = 5. 4Hz, 1H). 6. 4 
7 (s. 1H), 6. 81-6. 92 (m. 3H), 7. 00 (s, 1H). 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m. 1H), 8. 47 (d, J = 5. 4Hz. 1 H) 

nMm5 3 :N- (4- ([6-* t>*~>-7- - 4 

-*JV)V\ ^->} -2, 5-y/fJP7x^) -N' - (2-*h*->7 

x-;u) 9U7 

N - (4- {[7- (^v^M-^v) -6-* h*x- 4 -*/V)V\ 
-2, 5-//^7i-;H -N' - (2-/^->7i-W £1/7 (3 6 
3mg) &N, N-->7fMM7SH (6ml) fcgtfU zKBSffc/^:^ 
A (3 6 3mg) fcflnx.. **»H«TMT 1 «ffiT*JKSe4 

S£LT?#&nfc3S£ (1 9 lmg). ek&#'J£A (2 1 9mg). 3£ffcxh 
7-n-y^Jl/7> ; &^£A (1 2mg). N- tJl^'J > 

%S&% (14 8mg) £N, N-y^?MM75 K (5ml) {Cjgfi?L7 0 

t#6n&S$£» ^□□*;ua/^/-;|/ (10/1) TS§Bfs»JB->u* 
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'H-NMR (CDC U 400 MHz): 52. 17 (s. 3H), 2. 28 (s, 
3H). 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t. 3=4. 6Hz, 4H), 3. 83 (s. 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 - 6. 9 0 (m. 1H), 6. 9 6- 7. 0 6 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

gj|M5J : N- (2-£cm-4- {f6-^h^'>-7 - (2 - * h=fr~>X 
b±zy) - 4-*J VlW^is) 7i^) ~ N ' - (2, 4 - v^t^D 7 

v^^^^JU^+vK (2ml ) fc^MlfW-MJ^A (6 0w%. 1 5 3mg) 
£JD*, 6 0M3 0#«#&&fifcU 4-75/-3-^OD7x;-JH 
BE% (3 4 3mg) fciBAMTl 0#«#Lfc. JfcC^/^;^;i/**^ H (2 
ml) CJ8»Lfe4-^oa-6-^ h*->-7- (2-^ h + ->Ih*y) + 
y«J> (2 5 4mg) StnTLl 1 CCT-lftaWtLfc. E&SeKzKSJD*.* □ p 

*;UA/7-tih> (7/3) t>yjV9n-?h?7y<<-lZ&Qtt 
88U 2 -^OD-4- {[(6 h*->- 7 - + -4 

7- l J>S:i^ ! feiT5^o^3 3 2mg^fc. -t© 
^8 3mg^^DD*M (5ml) K&ftU 2, 4-/7WD7i^ 
<fV->7?— h (32(i 1) £to*T-HftJJD8fc»SSbfc. MET?£&£S£LT 
£DD#^A/7-t h> (2/l)'T«t?)y'Ji)Wo 

t h^77^-c«to«f8au. »ao<b^«* 5 omg*#fc. 

'H-NMR (DM SO- d.. 4 0 0MHz) <5 3 . 7 5 - 3. 7 7 (m. 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m. 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4 - 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H). 7. 42 (s, 1H), 7. 50 (s. 1H). 7. 51 (s. 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1 H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mjjfiffl 5 5 :N- (2 -£PD-4- { T 6 — ^ h*->- 7 - (2-^h^xX 
u*js) - 4 -^7 UJW^v} -J?l-)V) — N ' - (2-^h^->7xrjl/) 
frl/7 

v/3\>U;UU**->h* (2m 1 ) ^KsJift^hD^A (6 0w%, 1 5 3mg) 

6 ott3 om#«zsc:u 4-7$;-3-^do7x;-jh 

ggig (3 4 3mg) £jtaA^*STl 0#ffi#L7c. ^H^/^UX^^^^ K (2 
ml) (Cjg^bfc4-^PD-6-^ h*S/-7- (2-^h + ->Ih^» * 
;ij> (2 5 4mg) £flDA 1 1 OtT-iWLit. P 

*;i/A/7"feh> (7/3) TJi^t-^->UA^>^D-7 
ggU 2-^PO-4- {[(6-;* h*->-7- (2-^ h + -/Xh^>» -4 
- + / U;U]^=^->} 7-U >Z±£f$.VlttZ>M&y}3 3 2mg$llt. 
^8 3rag£^oo^A (5ml) tC?§8?U 2 h + y7i^M V > 
7 -^_ h (35^1) ^JnAT-^3!JDfi>i»iib/c. Mi£T?g&£g£LTl#e>^ 
/7 0D^;UA/7"t H> (2/1) TS^-rSv'J^y^^a^h^* 
77j-\Z&K)tnmi'> S§itfMfc£#>£3 lmgf#fc. 

'H-NMR (DMSO-d,, 4 0 0MHz) 6 3. 7 5 - 3. 7 7 (m, 2H). 
3. 90 (s, 3H). 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m. 3H), 7. 
2 4 - 7. 2 7 (m, 1H), 7. 42 (s, 1 H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d. J = 5. 4Hz, 1H). 8. 99-9. 
0 3 (m, 2H) 

mmms 6 : N- (2, 4-/7M07i-iH — N ' - (4- {f6-*K 
^->- 7 - -2, 3-5?* 

^;[/7x-Jl/) frU7 
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N— (4- {[7- (^>->\>M-*->) -6-* h + UJl^+v} 
-2, 3 -v^5 L JU7x-;U) — N" - (2, 4-y7MD7iZJ|/) £1/7 
(2 1 3mg) £N, N-y^fWM75 K (5ml ). h Ulf;i/7$> ( 1 
ml) *K<b/t7 5?»>A (4 0mg) *iD^L. *3fc&MTM-C- 

ET»«SESe*LT»en/ta* l 8 4mg05^09 OmgH, N-v;*^ 
;U*;UA7S K (1. 5ml) Kig#U fuC^'J^A (3 2mg). 3<7 
fk^h7-n -7*5 1 ^7> ; Ei: | j7A (7mg), 2-yQ€I?;Mf;H-fA 
(32mg) tin*.. 7 0tT-M#lfc. Efc&£fi&?D&Bfc|c3S:f-MJ£A 

/i) TSBB-rs»Ji*> , J*yju^DThif77^-t«fco»8iiL. *ja©^^ 

1 1 0mgf#fc. 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 1. 97 (s, 3H), 2. I 
7 (s, 3H), 3. 31 (s, 3H). 3. 70 (t, J = 4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m. 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 5.1 (s, 1 H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 
mmM5 7 : N- (4 - h4^>-7- (2-/h^ylh^-» -4 

-=E7 'JJH^fW -2, 3-y^f^7i-^) -N' - (2-*h=E->7 
x-jU) frl/7 

N - (4- {[7- (^>->*;i/^+-» -6-* h*->-4-*y U 

-2, 3 - v^^JU7x~;l/) -N* - (2-^h + y7xZJl/) £1/7 (16 
lmg) SN, N-v^5 1 ;U*JI/A7 5 K (4ml), h UX^JU7S > (1ml) 
iCiSSU zkgtffcA^S^A (32mg) **S?HaTSfiT— Iftfflj^ 

L£. K^t7-f hi®^L^DD*Jl/A/^^y-;Hr^}#Lfc. MJ£Ti£ 
$£g£LT?#b*lfcSI£ 2 2 3mg®^ro 1 1 0mg£N. N-y^fM 
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M7 5 H (1. 5ml) fc»*U fCC^'J^A (2 3mg). 3£ftx 
h^-n-yW^-^A (5mg), 2-7'otl?iMfM-f^ (2 

3mg) zm?L. 7 ox:?-&nt&Lrz. .fcfcmzmumM*mi-bvv&*® 

»JETiS&*3SLT#SftfcB££> ^□□^;UA/7iih> (2/ 
1) TSIt^iI-> l JAWo?^77^-l:J:0iiL, M©fl;£4* 
$8 9mgiL 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 2. 00 (s, 3H), 2. 1 
7 (s. 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H>. 
3. 90 (s, 3H). 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H). 6. 81-6. 88 (m. 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H). 7. 51 (s, 1H), 7. 58 (d. J = 
8. 8Hz, 1H). 8. 07 (d. J=8. 8Hz, 1H), 8. 36 (d. J 
= 5. 1Hz, 1H). 8. 48 (s, 1H). 8. 58 (s, 1 H) 

8 : N- (2. 4-^7^D7i,M -N' - (4 - {[6 - * 
js-7 - (2-^h^->Xh^y-4-^; i J^) 3-*->) -2, 5-y^^ 

n— (4 — {[ 7 - (^>->*;i/^-» - 6-j* h+->-4- + y 3-^>} 

-2, 5-y>fJl'7x-JW — N' - (2, 4-/7MD7xUW 
(3 6 6mg) £N, N-->7f»A75H (6ml) fljg^L. ;J(gft^ 
(3 6 6mg) SrJnA, 7K*£H&T£ia"T? 1 MJ£T?£$ 
&a*L^DD*JI/A, **y-;M;:ig*¥U t^MILL *fC» MET 
8«6&S£LTf#e>nfc££ (213rag), ^'J9A (1 0 9mg). 3V 
WL^Yv-n-^J-^jy^-^h (12rag). 2 -7 Dtlf^M^H-f 
JU (4 0 w 1 ) £N, N-y^fM^A7S K (5ml) C»*L7 OtT 1 

wsffii^Lfc. «bet?sj«£S*u »6nfc»*K:*«riiPA^nD*;uATaai 

U *nD7fc;UAE£BltBS^HJ9ATE*Lfc. *ET» LTftbtt 
tzB-ZZ. & nuMix/ (10/1) TJlBfl-f SM->y#yjl/£ 

O7h^77^-l:=fc0^l, SlSOft^** 1 2 4 m g, »7 3%Tf#£. 



WO 00/43366 



PCT/JP00/00255 



- 83 - 

■H-NMR (CDC 1 4 0 0MHz) : 6 2. 17 (s , 3H), 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J = 4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1 H). 6. 5 7 (s, 1H), 6. 8 1- 6. 9 5 (m, 3H). 7. 0 
0 (s, 1H), 7. 43 (s, 1H). 7. 55 (s. 1H), 7. 57 (s, 1 
H). 8. 05-8. 14 (m. 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 

Jtfi##HI (ESI-MS, m/z):5 2 4 (M'+ 1) 
mfaM5 9 : N- (4 - ([6-^ h*->-7 - (2-/^ylF^y) -4- 
:fr*->} -2, 5->7^7i-^) -N' - (2-/h^->7i 

~;U) 

N - (4- {[7- (^>v;U**-» -6-^h + y-4-^yiJ^] 
-2, 5->7f;l'7i^) — N* - (2-/^->7xZJW £U7 (3 6 
3mg) £N, N- v*^;i/*JUA75 H (6ml) #Mfc/15W 
h (3 6 3mg) ^JpAn **»H«T£»T18ft*#Lfc. fcffiTfcHSSBS 

SSLT»&ftfc»S (1 9 lmg), mW.t>Wk (HOmg), BVitf-h 
y-n-ZfJ-lVTy^i-VL. (1 2mg). 2 - 7'DtI^MWH-fil' (8 
Omg) £N, N- ->V5 L ;U^;UA75 H (5ml) \Z®M L 7 0 1 ftjft# 

£, ^DD*;UA/^^y-;i/ (lO/l) TlWSlly'JAyHDVh 
^^-f-lCfcOttSU mm<D{t£®lZ 1 2 8mg, iR^76%Tt#/c. 
'H-NMR (CDC 1,, 400 MHz): 52. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz. 1H), 6. 33 (s, 1H). 6. 86-6. 90 
(m, 1H). 6. 9 6 - 7. 0 6 (m, 3H). 7. 17 (s. 1H), 7. 43 
(s. 1H), 7. 56 (s, 1H). 7. 58 (s, 1 H), 8. 12-8. 17 
(m. 1H). 8. 45 (d, J = 5. 1Hz, 1 H) 
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3tft#flHI (E S I -MS, m/z) : 5 1 8 (M' + 1) 

mWM6 0 :N- (4- U7- (^>yJI/^^'» - 6 - * h*->- 4 

'JJH^'» -2, 3-^^f^7xZ;i/) -N' - (2-^^y7i^) 

OUT 

4 _ {[7 _ (^>vJU^-^-» -6-/ h^->-4- + ;UJ^-» -2. 
3_v?pt^;|,7-iJ > (2 6 Omg) fcN. N-y7fi^A75 K (5ml) 
IC?g#?L7c^ 2-^h+->7i=MV'>7t-h (116mg) SrSQ^T^ 

gJLTf bnMI^5. ^□□*Jl/A/7iih> (2/1) TSHTtSMv' 
Ui]y;^o7h^77^-l:ct;OiSl, mmoit&ViZ l 6 9mg. iR¥4 
7 

'H-NMR (DMSO-di, 40 0MHz) : fi 1. 9 9 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-, 3H). 3. 90 (s,3H). 5. 25 (s, 2 
H), 6. 18 (d. J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d. J = 6. 1Hz, 1H). 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J = 6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 (s. 1H). 8. 5 8 (s, 1H) 

mmme 1 :N-12-?ao-4-[(6, 7->*/ h* ! s- 4-*1r*/\)-)],) 
gjrvj 7xZJM — N ' - (2. 4-/7KD7x-JH 0V7 

1-VUU-A - [(6, 7-v^h^->-4-+^-VJ-;l') 7-'J 
> (2 14mg) S^nat^A (5ml) KSSl/fc». 2, 4-->*7JU^a 
7iZJMV->7t-f (18 0 Ml) £J0AT7 0 1CT4 DfMEfcLfc. -t^ 
^SOTX-x^Sim*.. #rffiLfcttlR£©3lffljSU «H0<b£«*l 4 6m 
g, JK^4 6 %T?#£. 

'H-NMR (DMSO-d., 400 MHz): 53. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H). 7. 2 8 - 7. 3 7 (m. 
2H), 7. 40 (s.lH), 7. 56 (s. 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s. 1H). 9. 30 (s, 1 H) 
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li^lrl (E S I -MS, m/z) : 4 8 7, 4 8 9 (M' + 1) 
HM6 2 :N-{2-gDQ-4-[(6. 7 - S J* h=fr->- 4 -^'/'J ->>1/) 
:fr=fr->] 7xZJM -N' -•7u\Z)VQV7 

2-VUU-4 - [(6, 7 -v?^ h^->-4-+±VU-;U) 7-U 
> (5. 13g) ^^no^JI/A (100ml), MJX3MU75 > (5 0m 1 ) 
£»#Lfc.f£. £cm*JUA (3ml) l:i§IlfchU*xy> (4. 5 9 g) 
£JnAT3 0#H«#Lfc. ^(Cn-7*Olf;U7 5> (2. 7 4g) ^JPAT, 

&a*LT^e»nfc«**. ^DD*;uA/^^y-;u (50/1) tswts 
yU*yj^D7h^77^-i:J;DiSU Sffi©ib-&tt*4. i4g. «R¥ 

'H-NMR (DMSO-di, 4 0 0 MHz): : 50. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3; 
97 (s, 3H). 3. 99 (s, 3H), 6. 99 (t. J = 5. 4Hz, 1H), 
7. 22 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 38 (s, 1H). 
7. 46 (d, J = 2. 9Hz. 1 H). 7. 54 (s, 1H), 8. 04 (s. 
1H), 8. 20 (d, J=9. 3Hz. 1H), 8. 55 (s. 1 H) 

M#0r<I (ES I -MS, m/z) : 4 1 7 (M*+ 1) 
»ffl6 3:N- (4-r (6, 7 - h*-> - 4 =±±VU XjU) ^^'>17 

i-M — n' -x^;^1/7 

4- [(6, 7 -v* h + ->-4 -^^-VU-;i/) /Mrv] 7-UX5 Omg) 
S^DD^i (3ml), hUX^)U7S> (0. 2ml) fcjgtf'Ufcg, *a 
□ h U^y>(5 0mg) SriDAT^iST3 0#|B]ffl#L;fc. 

^l:i^7S>ISI (6 9mg) £3J0x.T> SSCSIT-Ra^l/ft. K 

j^c*? y-;u*JnA. ^PD*tx;uA/^^y-;uTJiH-raHPLc»c«toffi 

fiU mmofct;®}* 1 Omg, Ml 6 %Tl#/c. 

•H-NMR (DMSO-ds, 4 0 0MHz) : 5 1. 07 ( t , J = 7. 3H 
z, 3H). 3. 11-3. 1 4 (m, 2H). 3. 9 7 (s. 3H), 3. 9 9 (s, 
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3H), 6. 10 (t, J = 5. 4Hz. 1H), 7. 14 (d, J = 9. 0Hz, 
2H). 7. 37 (s, 1H). 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H). 8. 53 (s, 1 H) 

J|g##T<I (ES I -MS, m/z) : 3 6 9 (M + + 1) 
£18503 6 4 :N- {4-f (6, 7-^ h^>-4-^7'J_;» ^^->17 
x-jU) -N' -7citfJUfrU7 

4- [(6, 7 h + ->-4-^^-y»J-;U) 7-'J>(5 Omg) 

££an*;i/A (3ml), h U X-5^7 5 > (0. 2ml) tSILfJ, $u 
mis)V2±\zmMLtz b 11**^X5 Omg) aATlfiT3 O^PplftJ^L/fc. 
^[Z7°Dhf;l/7 5> (2 1m 1) £jQ;iT, £Z>\zmt&-C-f&8.ftLtz. R&m 

\z*$ ;-)[<zimx, ^□□*;uA/^^/-;uTSwrsHPLct«to««L. 

'H-NMR (DMSO-da, 400 MHz): 50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t. J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 ts, 1H). 7. 46 
(d, J = 9. 0HZ..2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8. 5 3 (s , 1 H) 

ll^tfrl (E S I — MS, m/z) : 3 8 3 (M + + 1) 
HMffiJ6 5 : N-y^U-N' - {4-f (6, 7 - ^ h^x-4-^'/'J- 

4- [(6, b*i'-4-*j-*/ l )-)\') 7-U> (5 Omg) 

£/7DD*;UA (3ml), h'JX5 L ;U75> (0. 2ml) $n 
U-fcfrAizmMlstzbVftTsfXS Omg) SJo^TSBT3 0#ffl«#Ljt. 
*l:7^7 5> (2 2m I) SDn^-T. 4 5f:ifiT-ift«»Ufc. Efcfanc: 

3ili©ft:£^£2 9mg. JR^4 3%Ti#fc. 

'H-NMR (DMSO-ds, 4 0 OMHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H). 1. 2 8 - 1. 4 7 (m, 4H). 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s. 3H), 6. 12 (t. J = 5. 6Hz, 
1H). 7. 15 (d, J = 8. 8Hz. 2H). 7. 37 (s, 1 H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

mmfttifW. (ES I -MS, m/z) : 3 9 7 (M + + 1) 
%flSfl]6 6 :N- (4-r (6, 7-y^mF'>-4-^ t /»JnjU) ^->17 

i-jm -n' -^>^;i/^U7 

4- [(6, 7-5** h + y-4-+t7'J-^) *3rv] 7-U> (5 Omg) 
S^ppsfrJUA (3ml), h 'JX3MP7H> (0. 2ml) l;g)|Lfct, £p 
□ 7M/AlCi$#Lfc h 'J^yXSOrag) £jQ*.T^iST 3 0#WJJg#L;fc. 
^IZ7 5)l/7 5> (26/xl) £inAT, S 6fc£i&T-lft8M$L&. SJft&H 
^ y -;u^inA, £ o n*;UA/*^ y-;UT-JlF^-r*HPLClwc}; OM^L. 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 0. 89 (t, 3 = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m. 4H). 1. 41-1. 48 (m. 2H), 
3. 06-3. 11 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s. 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 4 7 (b r, 1H), 8. 5 3 (s, 1 H) 

HS##HI (E S I -MS. m/z) : 4 1 1 (M* + 1) 

mmm6 7 .-n- (sec-y^u) -n' - u-r (6, 7-y*n^^-4- 

4- [(6. 7 -->** h + y-4-WJ-)W 7-U> (5 Omg) 

££dp*;I/A (3ml), hUxW5> (0. 2ml) t»*Lfc», t?u 
uM2*\Z®mLtzh V (5 Omg) £Jna.T^iST' 3 0»Wtt#Lfc. 

*l:sec-^Jl'75> (2 3a 1) £SoAT, S6CiIT-«ll»Lfc. £JS ' 

L, mmoit^^Z 3mg, iR^49%T'#fc. 

'H-NMR (DMSO - de, 4 0 0 MH z ) : 6 0. 88 (t, J = 7 . 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8- 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J = 8. 1Hz, 1H). 7. 1.5 (d, J = 9. 0Hz, 
2H), 7. 37 (s. 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 

(s, 1H). 8.3 8 (s. 1H), 8.5 3 (s, 1 H) 

M&tttfrW. (ES I -MS, m/z) : 3 9 7 (M + + 1) 

mmme 8 :n-7 , j)i-n' - u-r (6, i-v* h^->-4-^^-7u- 
4- [(6, 7-->v h^v-4-+^-y;^;u) 7~u>(5 omg) 

^^□□^Jl/A (3ml), HJX3\>U75> (0. 2ml) Ilig^Lfc^. £n 
□ ^;i/AtI^j9?Lfeh'J*^y>(5 Omg) ^XX^T^Z Ottf B m&Lfz. 
fr\Z7 V )U7 $ (3 1mg) £2jQ;iT. $ ^ICMT-Iftjf #L£. £ 

i&i&fc^ J ^ □ d*;^/* * J -^TJUfHTSHPLCdck 0 iff 

«U ^.m<D\t%%^2 lmg, iR^3 3%Tf#fc. 

1 H — NMR (DMSO-d«, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4 - 5. 9 2 (m, 1H), 6. 28 (t, J = 5 . 6Hz, 1H), 7. 
16 (d, J = 9. 0Hz, 2H), 7. 38 (s, 1 H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1 H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

nmfttirte ( E S I —MS, m/z) : 381 (M + + 1) 

mmm6 9 .-n- u-r (6, h^->-4-^^-yj-;i/) ^vi? 

xXJM -N' - (2-yafcf-^) frl/7 

4- [(6. 7-v* h + 7xU> (5 Omg) 

$i?DD^A (3ml), HJx^;U7S> (0. 2 m 1 ) £&$Lfcf&, 2 a 
a^JlA\zmMLfz h U^^y>(5 Omg) fciOAT^TST 3 0 
^Ki:/D/t;^;i/7 5>}&&:g (3 1mg) £iD*T, ^bl;l!£T-Mj$l 

iOMSJU MtfMfc£t)£2 6mg. 1R^4 1 %TWc» 1 H — NMR (DM S 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H). 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d. J = 8. 8Hz, 2H), 7. 55 (s, 1H). 8. 53 
(s, 1H), 8.6 8 (s, 1H) 
Kfi##Hit (E S I — MS, m/z) : 3 7 9 (M + + 1) 
^ffi)7 0 : N- (2, 4-> ? 7;i/^-D^>> ; ;i/) -N' - (4-f (6, 7-y 

4- [(6. 7 -v* h + ->-4-^^- 4 /U^;i/) 7~U> (5 Omg) 

A (3ml), HJX?MI/75> (0. 2ml) tJg»Lfcft 4 £ □ 

□ tfJUAtCigfiPLfc h'J*^y>(5 Omg) £in*TgzST-3 0#PfliK#Lifc. 
*C2, 4-y7MD^>x;i/75> (2 2 /z 1 ) ^SdAT. S5t^T- 
v&mftLfz. Rfeftilz** S-JU&tin*.* ?nnft)V&/*$> ;-)UTmffl-fZ> 
HPLCJ3«tO©S-L. ilroft^$3 2m gl i&^4 1 «T?§fc. 
'H-NMR (DMSO-d., 400MHz):3. 97 (s, 3H), 3. 98 

(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1 H), 7. 3 7 (s, 1 H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 

(s, 1H), 8. 6 9 (s, 1H) 

H*#tfT{I (E S I -MS. m/z) : 4 6 7 (M'+ 1 ) 
mm&l7 1 : N- (4-f (6. 7 -->^ h^->-4 -^^-'/'J -;l/) ^^^17 

x~;M — n' - (2-bT'J 22h*f2k> 

4- [(6, 7-v* h*S/-4-*^y»J=;W 7 — U > ( 5 Omg) 

SimntfJkA (3ml), HJX^;U75> (0. 2ml) tiS#L3tft. £o 

□ *;UA»wJg«Lfc h U^7.y>(5 Omg) SJlA.TifiT3 O^Mft^Lfc. 
^IC2. 4-y7MP^>vil'75> (31/zl) SriOxT. £ SIcMT— 

HPLC£«kt)««!U il^ft^3lmg, M4 3%TWc 
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'H-NMR (DMSO-de, 400MHz):3. 4 2 (s, 2H). 3. 98 
(s, 3H), 3. 99 (s. 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H). 7. 38 (s. 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz. 2H), 7. 8 8- 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m. 1H). 8. 5 4 (s, 1 H). 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

KS##tM (FD-MS, m/z) : 4 3 1 (M + ) 

mt&M7 2 : N- (2, 4 -^7Jl/^-P7x_;i/) — N' - (4-f (6. 7-v 
^ h^v-4-^±'/'J-Jl/) t^y]7irjH 

4- [(6, 7-v* h + ->-4-^\ZU-;U) 7^U>(5 Omg) 

£^OP*;UA (3ml) KStfLfcffc, 2, 4-i?7WD7i-Ky->7 
^— h (2 4// 1) ^JOAT-ttMilLf;. tfTtfiLfcigJi, ft^Lig 
HO<b^*5 5mg, 'K¥7 2%T*#£: 

'H-NMR (DMSO-di, 400MHz): 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H). 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz, 2H). 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 (s , 1 H), 9. 11-9. 12 (m, 
1H) 

Mfi##Hi (ES I -MS, m/z) : 4 5 3 (M*+ 1) 

MffiJ7 3 :N- {4-f (6, 7 -y* h^->- 4 -^'/U -^) a^yl? 

x— JM -N' - (4-7MQ7iZM frU7 

4- [(6, 7-v* h*5/-4-*^/U=;M (5 Omg) 

$i7DD*;l/A (3ml) \zmMLfz'ik. p-7MD7i^MVv7t-h 

(2 3m l) ^inAT-^iP^ii^ufc. r&«k**/--;u£Jd*., 
$36 %x-mz.o 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 11-7. 15 (m, 2H). 7. 22 (d, J = 8. 8Hz. 
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2H), 7. 38 (s, 1H), 7. 4 6-7. 5 0 (m, 2H), 7. 54 (d. 
J = 9. 0Hz, 2H), 7. 56 (s. 1H), 8. 54 (s, 1 H). 8. 72 
(s. 1H), 8. 7 5 (s, 1H) 
JfS##T{I (ES I -MS. m/z) : 4 3 5 (M + + 1) 
HMffj7 4 :N- (4-r (6, 7-*J* H^->- 4 -*:h'/'J ~;U) ^y17 
x~;U} — N* - (2-^^7iZ;b) frU7 
4- [(6, 7 -v* h^^-4-+^-yj-;U) 7~>J > (5 Omg) 

A (3ml) {C^Lfc^, o- hJH^M" V~>7i— b (2 5/z 

^y-;n?M^-rsHPLcic,toMiiiL. noft^^somg, M4i% 

'H-NMR (DMSO-d«, 4 0 0MHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H). 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m. 3H), 7. 8 3- 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
Kfi##ffl (ES I - MS, m/z) : 4 3 1 (M + + 1) 

HUffJ 7 5 : N- (4-r (6, 7 - h*->- 4 - =fc £V 'J **r*/Y7 
x~;i/} -N' - (2-/h^y7x-^) 

4- [(6, 7-v* H + ->-4-+^-yu-;i/) ** : s] 7nU> (5 Omg) 
^^□□^c;i/A (3ml) izmffilsfz'ik, 2-/h + y7iZMV-/7t-h 
(27/il) ^iPAT-^iP^jlcftLfc. Kfom\Zt? J-iVZI}^ ^DP* 
^A/^y-^TMP^SHPLCli^OraU mmoXt-SMZ 3 4mg, 
^4 5%T1#£.. 

'H-NMR (DM SO- d 6) 4 0 0MHz) : 3. 89 (s, 3H). 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 9- 7. 0 5 (m, 3H). 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H). 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H). 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

MSft-flrM (ES I -MS, m/z) : 4 4 7 (M + + 1) 

HMfll 7 6 : N~ {2-gQO-4-r (6, 7 - K**>- 4 -^;H/U - 

;10 ^->17i-JM -N' -1^1/7 

2 _/7 DD -4- [(6, 7-^^h + ^-4-+^-V/'J-;i/) 7-U 

> (2 0 Omg) A (5ml), h 'JxW$> (1ml) 

^nn*;UAlc»*l/fchU*xy> (l7 9mg) £Jn*.T^zST 3 
0#IHft#Lfc. *Clf^7 5 (2 4 6mg) ^Jo^T. S&fcM 

Tf*6nfc»$s^PD*;uA/^^y-;nfSi«-r5HPLc»c«tottfi!L. * 

■©{fc£tt£l 59mg, iK^6 5XT#ft. 

•H-NMR (DMSO-de, 4 0 OMHz) : (5 1. 0 8 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H). 7. 23 (dd, J = 2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 
Hz. 1H), 8.5 6 (s. 1H) 
StS##rM (ES I -MS. m/z) : 4 0 3 (M + +l) 

mffiM7 7 : N-^^U-N' - {2-»DD-4-r (6. 7 h*y-4 

2-/7DD-4- [(6, 7 -5** h*S/-4-*^-l/U— JW ^"+^3 7-U 

> (5 Omg) &{7UUft)l,J* (5ml), HJX3 l JP7S> (1ml) fcjg»L 
tzik, Zan&fr^zmffibtzhVfrXyy (4 5mg) £j&n AT^iST 3 0 to 
mm.ft\stz, % A\Z7?)U7$> (2 2^ 1) fciDAT, S6CtfiT3 0»Hl/ 

□ D^;i/A/^ * y-;UTM^1-^HPLCfc «t DM u Sii<zMfc£$3£ 

3 Omg, iR^4 6%Tt#/to 
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'H-NMR (DMSO-d 5 , 4 0 0MHz) : 6 0. 91 (t, J =7. 3H 
z. 3H), 1. 31-1. 46 (m. 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 39 (s, 
1H), 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H). 8. 20 (d, J = 9. 0Hz, 1H). 8. 56 (s, 1 H) 
(ES I -MS, m/z) : 4 3 1 (M + + 1) 
mmm7 8 :N- (2-^DD-4-f (6, h*is-4-*j-Vi)- 
M ^-^->17x~;i/} — N' -sQ^JIOUT 

2-5UU-A- [(6, 7-v* h + v-4-^^-yiJ-;|/) t^x] 7~ U 

> (5 Omg) £^op*;UA (5ml), HJX3MU7S> (1ml) tSflPL 
tz'&. 2 nnft)\,A\Z®MLtzh (4 5mg) £jD;LTgifiT3 0# 
R!Hft#L£. ^t375;U75> (2 6*1) £2JD;iT> S 6 0 #IBJL 

d dtM/a/** /-;uTJSwr*HPLct«k ottfiiu. mm<D<ts®% 

33rag, K$4 9rat. 

'H-NMR (DM SO-d s, 400 MHz): 50. 90 ( t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m, 4H). 1. 4 3- 1. 4 8 (m. 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H). 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz. 1 H). 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

M^*Tfi (ES I -MS. m/z) : 44 5 (M + + 1) 

HMffi]7 9 : N- (sec- ~N' -{2-gPP-4-f(6, 7 

2-/7p a -4- [(6, 7-v;* K*^-4-*^-y«J^;W 7~ U 

> (5 Omg) ££od*;UA (5ml). HJX3MU7a> (1ml) £jgfl?L 
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tz'&. ^OD^I;g)¥?LfcHJ*xy> (45mg) *lmATMT3 0# 

M«#Lfc. ^fCsec-y5 1 ;U7 5> (2 3m 1) SriUAT. 

#K Lfc.K*ttft:«SftlKK7K*^ h U V A 7jcig& u DzM/AT&aj U 

fcas £ * □ o*;u a/x * y -jptspht shplch o fuss u mmwtG 

'H-NMR (DMSO-de, 400MHz):<50. 89 (t, J = 7. 6H 
z, 3H). 1. 09 (d. J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m. 
2H). 3. 5 8 - 3. 6 6 (m, 1H). 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz. 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H). 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 

Hz , 1H). 8. 5 5 - 8. 5 6 (m, 1 H) 

MMKri (ESI-MS, m/z):43 1 (M + +l) 

^mmSO :N-7U;i/-N' - {2-frDd-4-r (6, 7-y*h*->-4 

2_/7 DP -4 - [(6. 7-->** h*~>- 4 »J-;U) 7^'J 
> (50mg) £*no*;i/A (5ml), hUx^7S> (1ml) fcjgflfU 
?DD*;i'A£ig/5?LfchU*;^> (4 5mg) ^iD^T^rST 3 0 ft 
mmWLtzo #K7'J;i'7 5>4&I8l& (2 1mg) SriQAT. £&fcMT30 

»ra Lfc.s^cfiafo^BgTKat^- k u * A#jgffc£inx.£ □ D*;uAT}fiffl u 
d n*;uA/^ * y -;i/TSwr5HPLcn«fc vmm u aiaoik^ 

'H-NMR (DMSO-d 6 , 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1 H), 7. 11 (t. J = 5. 4Hz, 1 H), 7. 
24 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1 H), 7. 
49 ( di j = 2. 7Hz, 1H), 7. 55 (s, 1 H), 8. 14 (s, 1 H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
Mfi##HI (E S I —MS, m/z): 415 (M + + 1) 
mffiM8 1 : N- {2-^OQ-4-r (6, 7 -*J* 
)V) t^->17xZJl/} — n' - (2 »l/7 

2-f? no- 4- [(6, 7-v^h^->-4-+±VU^;P) sMr^] 7-U 

> (5 Omg) ££cm*^A (5ml), HJX3\^7S> (1ml) \z®ML 

^□□^;UA{dig^tfchU*xy> (4 5mg) £MTSilT3 0» 
^tC^DA-J^JI/Ti^SlI (2 1mg) 2:iDA.T, 
T3O0-raLfc. #fffiLfc»S*J*a. lilSl(D^fe^3 8mg, JR*6 
1 XTffc. 

1 H — NMR (DMSO-d., 4 0 0MHz) : 3. 16-3. 17 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H). 7. 39 (s, 1 H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H). 8. 5 6 (s, 1H) 

H*#*HI (ES I -MS, m/z) : 4 1 3 (M + + 1) 

HMff!)8 2 : N- [2-QUU- A-\ (6, 7-f^ h^->- 4 ~ 

;i/) ^vl7x-JH -N' - (2, 4-y7MQ^>yJW -7U7 

2 _/ 7DD _4_ [(6, 7->7h + y-4-+t > /U^) 7-U 

> (50mg) £;7DO*;i/A (5ml), h'JX5 1 ;U7S> (1ml) dig^L 

£DD*;i/AlC^?L/t HJ*7.£-*> (4 5mg) ^ iD ATliSt 3 0 » 
MJJMfcLfc. #K2, 4 -y*7MD^>y;P75 > (2 2 /z 1 ) ^iP^.T> * 
bl:iST3 0»raLfc. ffitiJLfct&flfcttR. ifc»L*H©fl:£4&*4 8mg, 

'H-NMR (DMSO-d., 4 0 0MHz) : 3. 97 (s, 3H). 3. 99 
(s, 3H), 4. 3 3 - 4. 3 6 (m. 2H), 7. 08-7. 12 (m. 1H), 
7. 2 2- 7. 2 8 (m, 2H), 7. 39 (s. 1 H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J=2. 7Hz, 1H). 7. 54 (s, 1H), 8. 18 
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-8.20 (m, 2H), 8. 56 (s, 1 H) 

(ESI-MS, m/z): 501 (M + + 1) 
HMff!l8 3 : N- { 2 - - 4 -f (6, 7 -it* h^->- 4 -^'/U- 
>)!/) ^^)7i-JH -N' - (2-tf'J frU7 

2 -£PD-4- [(6, 7-i/* h+y-4-*t , /U^JW 7^U 

> (5 Omg) £2DO*;l/A (5ml). h'JX5 1 ;i/7a> (1ml) \Z®ffiL 
tz'&. 2nn*)l&\zmMLtc b U*7.y> (4 5mg) SriQAT^iST 3 0# 
M^bfe. ^C2- (^WUTS/) tTU> ? > (1 9 m 1) £#D*-T. 

@£ LTfc&ftfcSS □ □*JUA/* * / -^TSF^-fSHPLCfC J; 0*!®! 

'H-NMR (CDCh, 400 MHz): 3. 51 (s, 2H), 4. 07 (s, 

3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 

J = 2. 7Hz, 9. OHz. 1H), 7. 35 (s, 1H), 7. 36 (d, J 

= 2. 7Hz, 1H). 7. 54 (s, 1H), 7. 76-7. 81 (m, 1 H), 

8. 3 8 - 8. 4 3 (m, 1H). 8. 56 (d, J = 9. OHz, 1H), 8. 

6 4 (s, 1 H), 13. 5 3 (s , 1 H) 

ff&frflffl (ESI-MS, m/z) : 4 6 6 (M + + 1) 

m&M8 5 : N- 12-£nn-4-f (6, 7 - =s* b*is- 4 -^-j-'/'J- 

M ^-^->17x-Jl/} — N' - (4-7MD7i-^) frU7 

2 -^DD-4 - [(6, 7~ U 

> (5 Omg) ££cm*;i/A (5ml) f;:i§fi?L7c&, p-7WD7i^ 
-IVisJl— V (2U1) £JnAT6 OgTlPff^ltftLito #T til L 7c ig.il* 
SR. «5»U SB««S5 7rag, JRJP8 1 

'H-NMR (DMSO-di, 4 0 0MHz) : 3. 98 (s , 3H), .3. 99 
(s, 3H), 7. 13-7. 17 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m. 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. OHz, 1 H), 8. 
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3 1 (s. 1 H), 8. 5 7 (s. 1H) 

nmftftm (ES I -MS, m/z) :4 6 9 (M + + 1) 

mffiW8 6 :N- {2-^QD-4-f (6, 7-v* K=fr->- 4 U~ 

;P) ^^->17x-;t/} -N' - (2-^h^->7x^) frl/7 

2-^DO-4 - [(6. 7 -iS*h*i'-4-*±W-M 7-'J 

> (5 0mg) ££PD*;i/A (5ml) Kig^Lfc^ 2-^^y7x-j|/ 

-fy->7^— h (2 4^ i) £in*T6 ogTii$p B m#L£. sjfo&t;:^/ 

fc^l£3 9mg, iK^54%T#7c.. 

■H-NMR (DMSO-ds, 4 0 0MHz) : 3. 90 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 40 (s, 1 H), 7. 54 
(d. J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m. 

2H), 8. 58 (s. 1H), 8. 9 6-9. 0 2 (m, 2 H) 

®S#*Ht (ES I -MS, m/z) : 4 1 8 (M + + 1) 

mm&\8 7 :N- { 2 □□- 4 -f (6, 7->?/ 

;p) ^-^->i7x-;U) — n' - (5-»cm-2-gU>?;iO »U7 

2 -/;□□- 4 - [(6, 7-v?;* K + 4 -^^"VU 7-V 

> (50mg) £7DD*;i/A (5ml), h'JlW5> (1ml) Iz/§^L 
tz.'&. ^na*;PA»:»»Lfch'J*^y> (4 5mg) ^JjdAT^zST 3 0 # 
KJfti^bfc. &£2-7S/-5-£cmfc?Uv> (2 3mg) fcinAT, £b 

(c6o^t- i i^wa^Lfc. h u v^mmzmztn □ 

£®£ LTt# e>tlfc9$ € 0 uwfc)Vk/* ? J -)VX'Mmr SHPLClCck K) IS 
32 U IlOM£3 9mg, iR^5 3%Tf#fc. 

'H-NMR (DMSO-d 6> 40 OMHz) :3. 98 (s, 3H), 4. 00 
(s, 3H). 7. 33 (dd, J = 2. 7Hz. 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J=2. 7Hz, 1H), 7. 91 (dd, J=2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz, 1H), 8. 40 (d. J = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
nmfttfm (ES I -MS, m/z) : 4 8 6 (M + + 1) 
mmmZS :N- (4-f (6, 7-y^h^y-4-^t7U^) tttsl- 
2-7MD7i-)H -N' -T'Dhr^^l/T 

4- [(6, 7-v* h*->-4-*^-'/U=;W - 2 -7J^:<f-□7- 

l J> (50mg) ££od#;JL/A (3ml), MJX3\>U75> (0. 3ml) fz 
ig#Lifctfc. ^□0*;UA{3jg^Lfe h'J*^y> (4 7mg) SiitifflT 
3 0^r«lfc. ^(C-/oe;U7S> (2 0m l) £2JD;LT. SSfcMT- 

HPLClCfcflttfiU gl0^*9mg. JR#14*Tf§fc. 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 6 0. 9 0 (t, J = 7. 6H 
z, 3H), 1. 4 3- 1. 4 9 (m. 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m. 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1 H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m. 1H), 8. 5 5 (s. 1 H) 

nm^Vfm (esi-ms, m/z) 4 o i (m + + d 

^^J8 9 : N-r/^-N' - (4-f (6, 7-^h4/-4-tfyj^ 
;i/) ^yl-2-7J^D7x-;H 71^7 

4- [(6, 7-v* h + y-4-WJr^) - 2-7Md7^ 

U > (5 Omg) ££od*;UA (3ml), h "Jx^75> (0. 3ml) I: 
BMBLifclg. ZunfrJlAlzfeffiLtz h'J^y> (4 7mg) SiDiLTMt? 

3 0#|BJ«#Ljt. &K7*^;i/7S> (24« I) SiDAT. £5KMT-lft 

PLC£«k0««U SiiCD{t:£#)£2 5mg, JR*3 8XTt#fc. 
'H-NMR (DMSO-ds, 4 0 0 MH z )': 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H). 3. 09-3. 13 (m. 2H), 
3. 97 (s, 3H). 3. 99 (s. 3H), 6. 58 (t. J = 5 . 6Hz. 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H). 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H). 8. 5 5 (s, 1 H) 
Kfi#f/HI (ES I -MS, m/z) : 4 1 5 (M + + 1) 

mm&l9 0 :N- (sec-75MU) — N' - {4-f (6, 7 - K^->- 4 - 
^±'/'J-;i/) t4->1-2-7MD7z-Jl/) £1^7 

4- [(6, 7 -v* h + v-4 -^^-yj-A) ^+->] -2-7;i/^P7^ 
•J > (5 Omg) A (3ml). K UXf;i/75> (0. 3 m 1 ) \z 

mmLtzVk. t?un*s)lA\z®MLtz hU*X^*> (4 7mg) ^JD^T^T 

3 0^WLfc. #lCsec-^;U7S > (2 5/zl) ^JlDAT. J^CiiS 

-f£HPLCll«fc 9MIS!U IW^12mg. 1 8 XT?f§fc. 
'H-NMR (DM SO- da, 4 0 0 MH z ) : 0 . 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d. J = 6. 6Hz. 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H). 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J=7. 6Hz. 1H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1 H), 7. 39 (s, 1 H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
HS##H1 (ES I -MS, m/z) : 415 (M + + 1) 

mmm9 1 .- n-7U^-n' - u-r (6, 7 -y* 

4- [(6, 7-->7h + y-4-4t , / l Jx;W -2-7)V*U7- 
'J> (50mg) ^^ODMA (3ml), h 'JX^;U7 5 > (0. 3ml) H 
*DO*JUAKiS»LfcHJ*;*ir*> (4 7mg) £iD;LTMT 
3 0#H«#Lfc. *lC7U;U75>tt** (30mg) £iD;LT, SSKM 

fSHPLClCfcOfciilU gEH<7Mfc£#)£ l 8mg, iR^28%Tf#/c„ 
'H-NMR (DM S O — d b, 400MHz):3. 75-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H). 5. 0 8 - 5. 2 2 (m. 2H), 
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5. 8 4- 5. 94 (m. 1H), 6. 72 (t, J = 5. 9Hz. 1H), 7. 
0 6 - 7. 0 8 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H). 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H), 8. 5 6 (s. 1H) 

»a#*rffi (ES I -MS, m/z) : 3 9 9 (M + + 1) 
ili9 2 :N- {4-f (6, 7 - 2* h±iiz 4 -^^-'/'j 
2 -7;U^-Q7x-JU} -N' - (2 -yabf-jt/) frl^7 

4- [(6, 7-v^ h + ->-4-^^-yj-;U) - 2 -7;U^-n7~ 

'J> (50mg) £:7DD*Jl/A (3ml). h 'JX^^TS > (0. 3ml) 13 
?3fl?Lrc£L ^□□^^AlCit^Lfc h'J*^y> (4 7mg) ^jDATiiST 
3 0»f B Mlfc. ^(C7*D/^l/+>7 5>^^ (2 9mg) £jDx.T, $ <E> 

3 XTftifc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 3. 15 (t. J=2. 4Hz, 
1H), 3. 91-3. 94 (m. 2H), 3. 97 (s, 3H), 3. 99 (s. 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, J=2. 4Hz, 1 
1. 7Hz, 1H). 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1H), 8. 56 (s. 1 H) 

(ESI-MS. m/z): 3 9 7 (M*+ 1) 
H$jffiJ9 3 : N- (2, 4 -V? )VHru^y s J)V) -N' - (4-f (6, 7-v 

^ H^->-4-^^-'/U-;u) ^yi-2-7;i/tD7x-;H fri/7 

4- [(6. 1 -i>* h*i/-4-*j-VV-)V) ^->] 
U> (50mg) £?DP*;PA (3ml), h'JX^)U7$> (0. 3ml) IC 
?3fl?L7c&, £DD*;UAlZj£$L£MJ*X^*> (4 7mg) £1}Uz.TMUT' 
3 Oftffl®ftbfZa &\Z2, 4-y7MD^>y>75> (28/xl) £JP;L 
T. #T&L;tii£il£ziiSX, S#LIl©ft'&ftJ2 

Omg, iR^2 6 
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•H-NMR (DMSO-da, 4 0 0MHz) : 3. 97 (s, 3H), 3. 9 9 
(s, 3H), 4. 34 (d. J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 2 1-7. 2 7 (m. 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1H), 8. 55 (s, 
1H) 

li^tfl (FD-MS, m/z) : 4 8 4 (M + ) 

H^J9 4 :N- (2, 4-y7MQ7i^) — N' - (4-f (6. 7-v 

/ h^->-4-^j-V'J-;U) ■t^^-2-y)V^uy^-)V} frU7 

4- [(6. 7-->** K + v-4- + ^-y»J-^) -2-7)V*U7- 
'J> (5 0mg) ££dci*;UA (3ml) iCig&Lfc^ 2, 4-->*7;U^D 
7x"JKV->7t-h (2 9m 1) 5:iPAT60gT-%jt^L^„ *fftti U7ti^ 
H£it5L gt^L^H^^^^5 Omg, U$6 7%t#fc. 
'H-NMR (DMSO-de, 4 0 0MHz) : 3. 9 8 (s , 3H), 3. 9 9 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 13-7. 1 5 (in, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 55 (s, 1H). 8. 10-8. 23 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
KStfflrffi (ES I -MS. m/z) : 4 7 1 (M + + 1) 
HMffJ9 5 :N- (4-f (6, 7 - it* b*->- 4 z*£2ll -M £±jjb: 
2-7MD71ZJM — N' - (2-^^7x-^) frUJ 

4- [(6, 7-v* h + i/-4-^V'J-;U) -2-7;U^D7^ 
U> (5 Omg) ££OD*;UA (3ml) JCjggpLfcgE, o- MM^M* V 
7^— K (3 0 u 1 ) fc*nAT60arr?-lllfe»#LJt. y-;H£iD A, 

mg, JR*S2 4KT$Jfc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m. 1H). 7. 12 
-7. 20 (m. 3H). 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H). 8. 21-8. 26 (m, 1H), 8. 



WO 00/43366 



PCT/JPOO/0025S 



- 102 - 

35 (s, 1H). 8. 57 (s, 1H), 9. 0 0- 9. 0 2 (m, 1 H) 

JtS##rM (ES I —MS, m/z) : 4 4 9 (M + + 1) 

HiSffil 9 6 : N~ {4-r (6, 7 -S?* h^^- 4 -JU) ^xl- 

2 - ^Jl/^-D7x^JU} -N' - (2 Ft->7i-JM $J^7 

4- [(6. 7 h*->-4-*^/Ux;W - 2-7MD7- 

U> (5 0mg) ££an*JUA (3ml) {Cjg^Lfctg. 2-^h^->7iZ 
MV->7t-F (32a 1) £flO;iT60ST-l)fcjf#L£. M^t^^y- 

^^22mg, iR^3 0%Tt#fco 

'H-NMR (DMSO-de, 400 MHz): 3. 89 (s, 3H), 3. 98 
(s. 3H), 3. 99 (s, 3H). 6. 8 8 -7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1 H), 
7 . 5 6 ( s . 1 H), 8 . 12-8. 1 5 (m, 1 H), 8 . 19-8. 2 5 (m, 
1H), 8. 57 (s, 1H), 8. 7 5-8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

M##rfi (E S I -MS. m/z ) : 4 6 5 (M + + 1) 

#!MffiJ9 7 : N- (4-f (6, 7 - K^>- 4 -4^'/U —)V) 

3- ^fji/7i-;w -n' -yabf^^i^y 

4- [(6, 7-y/h + y-4-+t , /U^) **^] -3-/^7-U 
> (5 Omg) ££cm*JUA (3ml), HJx^75> (o. 2ml) C» 
fi?L/i'(£. £ AIC i£fi?Lfc h'J*xy> (4 8mg) £iQ*.T^£T 3 

o^PelM^b/io ^lzyaf;U7S> (2 0m 1) £iD*.T, $5l:lfiT-| 

PLC(C=k9¥«g!U il©f^tt^3 0mg, iK^4 7%T?#7t. 
'H-NMR (DMSO— dfi, 4 0 0MHz) : <5 0. 8 9 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H). 2. 03 (s, 3H), 3. 03- 
3. 08 (m. 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz. 1H), 1, 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H). 
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7. 38 (s, 1H), 7. 58 (s. 1H). 8. 39 (s, 1H), 8. 50 (s, 
1H) 

KS##H@ (ES I -MS, m/z) : 3 9 7 (M + +'l) 

mffiM9 8 : N-^^-N' - {4-f (6. 7 - K^->- 4 -^V'J ~ 

;u) ^-^->i-3-^^;U7x-;u} 

4- [(6, 7 -y* h + ^>-4-^^-l/U^;i/) -3-^^;U7-'J 
>(50mg) WODslsM-Oml), h Ux^UTS > (0 . 2 ml) izm 
MLfztk. ^DO^MC^bfch'J^^^ (4 8mg) 5iD^.TifiT3 
O^^WbJto &Ki:7>;i/75> (24/z 1) SriDAT. £ £ 

#L7c. S^t^^y-ju^jp^., ^oo^;i/A/^^y-;i/TJgF^-r-5HPL 

'H-NMR (DMSO-ds, 400MHz):<50. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9 - 1. 4 6 (m. 4H), 2. 03 (s, 3H), 3. 07- 
3. 12 (m, 2H), 3. 9 8 (s, 3H), 3. 99 (s, 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s, 1H). 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 51 (s, 
1H) 

nmftffim (esi-ms, m/z) 4 i i (m + + d 

HMffiJ9 9:N- (2, 4-y7J^D7iZ^) -N' - { 4 — T ( 6 , 7 - v 
^ h^->-4-^j-'/'J-;i/) ^y1-3-/^7i-M ^7|/7 

4- [(6, 7 -v* h + ->-4-+^-l/'J -3-/^;U7XU 
> (5 0mg) ££DD*;i/A (3ml) \Z®ffiLfz'&, 2, 4-/7MD7 
xHJKVy7t-h (2 3 u 1 ) Ztia^T* *fitiLfelSS 

^I©fb§ft€5 9mg, 'R*7 9XT»fc. 
'H-NMR (DMSO-di, 4 0 0MHz) : 2. 07 (s, 3H). 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz. 1H), 7. 2 9 - 7. 3 7 (m, 2H). 7. 39 (s. 
1H), 7. 43 (d, J = 2. 4Hz, 1H). 7. 60 (s. 1H), 8. 07 
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-8. 14 (m. 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
St«a-*H! (ES I -MS, m/z): 4 6 7 (M + + 1) 

mmmi o o :n- u-r (6, 7-s?* 

-3-^^7x-JH -N' - (4-7MD7x-^) ft 1/7 
4- [(6, 7 -V* h*'>-4-*-fVV-M -3-/^;i/7-U 

> (5 0mg) ££on*JUA (3ml) fc»#Lfcfg. p-7M07x-Jl/ 
•f 7 5/7:*— h (2 2« 1 ) £iD>LT. — ttjbn&JfiiSELfc. «ffflLfcSfl*«5i. 
«fci*U ilOft»4 2mg 1 fi$5 8Xtj|ft. 

'H-NMR (DMSO-di, 4 0 0MHz) : 2. 0 7 (s. 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H). 7. 10-7. 14 (m. 3H), 7. 35 
(dd. 1 = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d. J=2. 4Hz, 1H), 7. 4 6 -7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H), 8. 66 (s. 1H), 8. 70 (s, 1 H) 
M#«HI (ES I -MS, m/z):44 9 (M + + 1) 
gUMlJU :N- (4-f (6, 7 -it* fr^S/i 
-3-^f;i/7xz;M — n' - (2 K->7i^) frl/7 

4- [(6, 7-->*;* h + ^-4 - + **$/| -Z-*^)l7-i) 

> (5 0mg) £^OD*;UA (3ml) 2 - * h*~>7 
■fy->7^— h (2 6m 1) &lQ/tT. -*ftrt»a*Ufc. SJ6tt»3>^y-;U 

sin*, ^□□*;i/A/^^y-;ut:JiF^l"5HPLciZct0iffsaL, sjB©{b£ 

«|^41mg, iR¥5 5%Tf#fc. 

'H-NMR (DMSO- d «, 4 0 0MHz) : 6 2. 0 7 (s, 3H), 3. 8 
9 (s. 3H), 3. 99 (s. 3H), 3. 99 (s. 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d. J = 8. 5H 
z. 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d. J = 2. 4Hz, 1H), 7. 60 (s, 1H). 8. 13 
-8. 15 (m, 1H), 8. 23 (s. 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

KSM (ESI-MS, ra/z):46 1 (M + +l) 
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WJ10 2 :N- (4-f (6, 7 -is* hfrv- 4 -^VU -^) ^->1 
-2-^^7x-M -N' -7W;l/frI/7 
4- [(6, 7-y^h + y-4-^VU-;W t+y] -2-^^7^U 

> (5 0mg) £y-DD*;PA (3ml). h'JX^;U75> (0. 2ml) 
BVtz'&. ^UU^)VK\mmVtcY^)^y\^> (4 8mg) £ Jn^X^zST 3 
o#M#L£o ^(i7 p Ptf;i/7S> (2 0m l) £Ja;LT, £ <=> cg&T-fft 

PLCfC^OffgiU mM<Dik£®S%3 Omg, M4 7%Tf#£. 
'H-NMR (DMSO-d«, 4 0 0 MH z ) : 6 0. 9 0 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m. 2H), 3. 97 (s. 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H). 
7. 08 (d. J = 2. 7Hz. 1H), 7. 37 (s, 1H). 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

MMfrffim (ES I -MS, ra/z): 3 9 7 (M + + 1) 

mmm 1 o 3 : n-^^u-n' -u-r(6, 7-v* h^->-4-=f^-'/u 

_;P) ^yl-2-^^7xZJH 9U7 

4- [(6, 7-y^h + y-4-W/iJi;W t+y] - 2 -^^;U7n'J 

> (50mg) $ri7DD*;UA (3ml), HJx^75> (0. 2ml) Icjg 
ffilstz'&, ^□□^;UAlCi§^LfehU^7;v-'> (4 8mg) ^iDx.T^?ST3 
0#P B 1$J#l^c ^lzy^;U7 5> (24tf i) £Jn*.T, ££fZ^&T-lftJI 

ClIiOsflMU g?H©tt£tJ£3 7mg, IK32 5 6%Tf#£. 
'H-NMR (DMSO-d«, 4 0 0MHz) : 5 0. 9 2 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H). 3. 9 9 (s, 3H), 6. 5 0 ( t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2- 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H). 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

nmfttirM (ES I -MS. m/z) : 4 1 1 (M*+ 1) 

mmm'i o 4 :-n- (2, a-vp^u-j^-m -n' - u-r (6, 7- 

h*->-4-*:h\/U-Jl/) t^yl-2-^5 1 ;i/7iz;H 
4- [(6. 7-^h + y-4-WJzW -2-^5 1 ;P7- , J 

> (5 0mg) ££Dd*;kk (3ml) Kf§fl?L7c^ v 2, 4-i/*7;U^-P7 
x-JU-TV->7^— h (23m 1) £S0*.T> -^iDiftji^Lt. #Ttti LTcigJI 

'H-NMR (DMSO-de, 400 MHz): 2. 29 (s , 3H), 3. 98 
(s, 3H), 3. 99 (s. 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H). 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H). 7. 8 7 - 7. 9 0 (m. 1H), 8. 13-8.. 

19 (m, 1H). 8. 3 6 - 8. 3 9 (m, 1H), 8. 55 (s, 1H). 8. 

9 2 - 8. 9 5 (m, 1 H) 

ftgfl-fflS (ESI-MS, m/z) : 4 6 7 (M + + 1) 

HfiSffJ 1 0 5 : N- (4-f (6, 7-y* h*~>-4-*j-V*J=.M 

-2-^^7x-;H -N' - (4-7M07xZJl>) frk7 

4- [(6, 7-v^ h+->-4-4^-yu^;i^) - 2 - /?;U7- u 

> (5 0mg) £^dci*JI/£ (3ml) lC7§8?L£i£. p-7M07x^ 
-f V'>7i~- h(22M) £2J0*.T, -&M>lD?tL£o #Ttt 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s. 3H). 3. 99 (s. 3H), 7. 08-7. 15 (m, 4H), 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s. 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m. 1 H) 

Ha##HI (E S I —MS, m/z) : 44 9 (M + + 1) 

HKSffJ 1 0 6 : N- (4-f (6, 7 -y* h*->- 4 + ->>U) :fr^->1 
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-2-^.^)17 JL~M -N' - (2 h^->7x~;i/) 
4- [(6. 7 -v* h^->-4-^^ 4 /U^;U) - 2 -^^;b7- 'J 

> (5 0mg) £:70D*;UA (3ml) 2-/h + y7i^ 
-fy->7^— h (2 6/z 1) £3J0>LT» -*JPj»a«Lfc. WHJLfeigasaji. 
8fc&U II©M$7 0mg, JR^9 5 %TWc. 

'H-NMR (DMSO-d 6 , 400 MHz): 2. 29 (s, 3H). 3. 90 
(s, 3H). 3. 98 (s. 3H), 3. 99 (s. 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz. 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H). 8. 55 (s, 1H), 8. 58 (s. 1H), 8. 61 

- 8. 6 2 (m. 1 H) 

SMI (ESI-MS. m/z): 46 1 (M + +l) 

gftgjl 0 7 :N- (4-f (6, b±2jlJ^Z±±^l=M 

- 2 -~ h D7x-)1/} -N' -Zfn¥)WU7 

4- [(6, 7-v* K*->-4-** % /»J=;W - 2 -r. hD7- U 

> (5 Omg) ££OD*;Ui> (10ml), h'Jlf;|/7S> (0. 2ml) II 
^LAcf^, ?an*jl,AlC^?L£h l J*xy> (4 3mg) £iQ*.T^z£-C 
3 0^p B WLt. ^icyphf;U7 5> (i8(i l) ^inx.T> seic^rfiT— 

HPLCKcfc D*ff£JU %m<Dit£W)$:2 4rag, iR^3 8%T#/t. 
'H-NMR (DM SO - d 6 , 4 0 0MHz) : <5 0. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H). 4. 00 (s. 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s. 1H), 7. 6 7- 7. 7 0 (m. 1H), 8. 04- 

8. 06 (m, 1H). 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s, 1 H) 

mmttVim (ESI-MS, m/z) : 4 2 8 (M + + 1) 

mffiffl 1 0 8 : N-7'^)l/-N' - (4-r (6, 7 - vp( K^->- 4-^^-'/'J 
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4- [(6, h*v-4-*±V"J-;U) -2-~ bnj-V 

y (5 Omg) £;7Pa*^A (10ml). HJX3^7=> (0. 2ml) fc 
ISflPL'fcfS:. ^□□*;UA{3?§^Lfeh»J^xy> (4 3mg) ^i^tlfit' 

3 oa-raa&tfLfc. ^i:yws> {22 u\) zmtlt* ^tsiat-ss 

PLCfdcfcOftiSU Wlb^lSmg, iR^23%Tf#fe. 
'H-NMR (DMSO-d«, 4 0 OMHz) : <5 0. 91 (t, J = 7. 3H 
z. 3H). 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1 H), 7. 51 (b 
r, 1H). 7. 57 (s, 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z. 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d. J = 9. 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 
SIMM (ESI-MS, ra/z):442 (MHl) 

mmmi o 9 n- ( 2 -^pp-4-r (6, 7-v^ h^->-4-^^^/u 

N- {2-£nn-4-[ (6. 7-v* H*->-4-*^V'Ji:;iO *r*>-] 
7xZJH -N' -7'oe;Ur>l^7 (1 0 Omg) ^/jcx h7t h'P7^> (3 
0ml) Kfg^U 7K^t^-hU'7A (60wtX, 8 8mg) SJmATMT 
1 5ftm#Ltz. '&\zt na *?)\,*?)],x-f)]' (6 7 u I) £1)Uz.T, $ 

ft SttifcS * £ £ □ □ *)l A/* 5 J -frT-mffl? SHPLCt «fc 0 «« L . $jg 
<7Mt£#l£l 8mg, Ml 

'H-NMR (DMSO-d o, 4 0 OMHz) : (5 0. 8 9 (t, J = 7. 6H 
z, 3H). 1. 4 6- 1. 5 5 (m, 2H). 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J = 2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d. J = 8. 8Hz, 1H). 7. 50 (s, 1H). 7. 50 (d, 
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J = 2. 7Hz, 1H), 8.6 6 (s, 1 H) 

»«#Wfi (ES I -MS. m/z) : 4 6 1 (M + + 1) 

mmmi 1 0 : N-7-fe5Ml/~N- {2-»PD-4-r(6, h^->- 

4-*i-W-M ^->i7x-;H — n' -:/abf;Ufrl^7 

N- {2 -£dd-4-[ (6, 7-y^h*S/-4-*^-»/»J=;W 
7iz;U — N' (1 0 Omg) SJS*T-h7k KD7^> (3 

Oml) £i£fl¥U **ft^-KU^A (6 0wtX. 8 8mg) SJoATifflT 

HAM* kit. »ETiSJS£S3eU *S:in^^DO*;i/ATttaiLfc. 

□ D*;UA/7"t h>TJlBH-r5HPLClwJ:0»aiL. 2 7mg, 

iRJ?S2 6%T?#fco 

'H-NMR (DMSO-d 6 , 4 0 0MHz): 6 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m. 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H). 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. OHz, 
1H). 7. 50-7. 51 (m, 2H). 8. 63 (s, 1 H), 9. 08 (br, 
1H) 

»S##rfS (ES I - MS, m/z) : 4 5 9 (M + + 1) 

HMffJ 1 1 1 : N' - j 2 - gDD-4-r (6, 7 h^->-4-^^-'/ 

2_/7 DD _4- [(6, 7 -v/ h*->-4 -;i/) 7^'J 
> (56mg) ^r^DO^Jl/A (4ml). b'JX3MU75> (0. 3ml) 
#Lfcf£. ^□□*;U^JCjS»Ufch'J*^y> (5 Omg) fcffl*.TMT3 
Oflf-UK#Lfc. ^IIN-^5 1 ^7 , Dt';l/7 5> (26m 1) £iD;LT> £bfC 

L, «HOffc^tt*4 2m g, iR^5 8%T^fco 

'H-NMR (DMSO-di, 4 0 0MHz) : <5 0. 9 9 ( t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s. 3H). 7. 00 
(s. 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 

41 (d, J = 9. 0Hz. 1H), 8. 64 (s, 1 H) 

RiW (ESI-MS, m/z): 43 1 (M*+l) 

H^fljl 1 2 :N' - ( 2 -£DD-4 -f (6, 7->7 h*'>- 4 -*rj-V 

U-;u) ^-^->i7x~ji/} -N-x^;i/-N-yptf;i/^7i/7 

2-^OD-4-[(6. 7-v* h+v-4-+^yjn;U) 

> (8 Omg) ZZnmiVlA (3ml). h'Jl?^75> (0. 3ml) llfg 
#?L£&. ^on^JUAlCjg^b^ hU*xy*> (7 2mg) JMtifiTl 
5»f«bfc, ^ICN-X^l/^D^UJS > (44/il) £JD*.T, 

ifiT3o^WLfc. s^fc^^y-;u^iD^. ^no*;i,A/^^y- 

#U mM<Dit£V>)Z4 Omg, iR^3 7%Tt#fc. 

'H-NMR (DMSO-d«, 4 0 0MHz): 51. 00 (t, J = 7. 3H 
z, 3H). 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz, 
2H), 4. 07 (s, 3H). 4. 07 (s, 3H), 7. 02 (s, 1 H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1 H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
Jffi#t/rM (ES I -MS, m/z) : 44 5 (M + + 1) 

mmmi 13 : n' - { 2 □□- 4 -r (6, i -v* b*~>-4-*j->/ 
'j-;i/) ^-^vi7x-;b} -n, N-vyp£;t^i/7 

2-/7p D -4- [(6, 7 -v/ h + v-4 -^^-yjn^) 7-U 

> (lOOmg) J^dpWA (3ml). h'jx^75> (0. 3ml) \Z 
mMLtzik, 2 nn*)U2±iZi£BLtzb*J-fcX7> (9 Omg) JiDATlST 
1 5#Fb1®#L£. fcT.Jl'Z 5 > (62// 1) £iDAT. ^^(C^ZST 
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3 0#Mif#lxfc. KfcmztPS-fr&lXlZ., tun*)],!*/*? J-)\,~?m 
mM<D{t£%}$:4 8mg. iRi£3 5%T#fc. 

■H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 99 (t, J = 7. 3H 
z, 6H), 1. 6 6 - 1. 7 6 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H). 4. 07 (s, 3H), 7. 03 (s, 1 H), 7. 
16 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8.6 3 (s, 1H) 

Kfi##TM ( E S I — MS, m/z) : 4 5 9 (M + + 1) 

ggMffill 1 4 : N-T/^-N' - {2-?PD-4-r (6, 7-y* H=fr->- 

^-^^i7x-;i/) -n-^^;u^i^7 

2_/7 PD -4-[(6, 7-v* ^>-4-:^/ij-;i,) 7-U 
> (8 Omg) ££nm*;PA (3ml), h'jx^75> (0. 3ml) tzig 
gLfcf, £DD*Jl^fCj§fi?L£ HJ*7.y> (7 2mg) SrjDAT^iiaT 1 

sftmm&Lfz. ^icn-^^;p^;i/7 5 > (4 3m i) £*D;tT, 2*>\zM 

TM^TSHPLClCcfcOiiiglU LTf#bn£ISil£A*1t>T-7ft& 
U mm<Dit^^2 6mg, i[K^2 4%Tf#7to 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 99 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s. 1H), 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d. J = 2. 7Hz, 1H). 7. 36 
(s, 1H). 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s, 1H) 

KS#*JtM (ES I -MS, m/z) : 44 5 (M + + 1) 

HMffll 1 1 5 :N' - |2-^OD-4-f (6, / h^^-4 z*±lL 

U~;i/) ^->17i-M — N~ (4-^oa7x-;U) -N-^WU7 
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2-ZUU- 4- [(6, 7-v* Y* s s-4-*irW-M 7-U 

> (8 Omg) £?pp*;1/A (3ml), HJX3MU7S> (0. 3ml) fcjg 

^on^;UAC}g»LfchU*^y> (7 2mg) &2jn*.T£iaT? 1 
5#Mm^c. ^{C4-^DD-N-^^7-U> (35tfl) £JD;LT, 

3 o^wjpJsaasiELfc. y-;iHfcin*.. ^pp^a/** 

y — ;uTS§B"rsHPLciw«j: vmm u »ji*ss ut» snttsasx— r;u 

T8fei£U mM<D{t^^B 3mg, |!$6 9%t{lt. 
'H-NMR (DMSO-d6, 400 MHz): 3. 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H). 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m. 3H). 7. 4 8- 7. 5 0 (m. 3H), 8. 41 (d, 
J = 9. 0Hz. 1 H), 8. 6 1 (s, 1H) 
StMfrtfrM (ES I -MS, m/z) : 4 9 9 (M + + 1) 
HMffJ 1 1 6 : N' -f2-£PP-4- [(6, 7 - h^->- 4 z*±±!2i 
-;U) 7I-M-N, N-yIfJ^U7 

2 -^PD-4 - [(6. 7-y/h + '>-4-^ , /'J-Jl') 7-U 

> (50mg) £^PO*;l/A (2ml), MJX^;U75> (0. 5ml) \ZM 
Mlstz'&. ^PPtfJUAlIjg/gLfc HJ (4 8mg) £jbD*.T^ST* 3 
OflfelWLfc. ^CvX^75> (0. 5ml) £iQ;iT. S6CIIT- 

HPLClCctO^SIL. £)8©fl;£fcfc3 7mg> JR$9 3XT»fc. 
'H-NMR (CDC 1 s, 4 OOMHz) : 51. 30 (t, J = 7. 1Hz. 
6H), 3. 44 (q, J=7. 1Hz, 4H), 4. 12 (s. 3H), 4. 2 
0 (s. 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz. 1H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d. J = 9. 0Hz, 1H). 8. 81 (s. 
1H) 

Il^trl (ESI-MS, m/z):43l (M + +l) 

HMffiJl 1 7 :N-j2-gPP-4 - [(6, 7 - h^x- 4 X 
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)V) 7x"JU>-N' -*3-)VVl'T 

2 4 - [(6, 7-v* K + ->-4-+^-yU-;i/) 3h£v] 7-U 

> (50mg) £?DD*Jl/£ (2ml). h'JXWS> (0. 5ml) fCjg 
^Lfc&. ?an*;UAH&$L£:MJ*;*y> (4 8mg) £jQx.T^z£T 3 

mg, 0%Tf#£. 

'H-NMR (DMSO-d., 400 MHz): 6 2. 68 (d, J=4. 4H2, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m. 
1H). 7. 21 (del, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H). 7. 43 (d. J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H). 8. 54 (s, 1 H) 
MMfttirm (ES I-MS, m/z): 3 8 9 (M + + 1) 
mmmi 18;N'-l2-»aP-4-[(6. 7-ypt h*->- 4 -^7 U 
-;i/) :fr=fr'>1 7i-M-N, 

2_>7 D o-4- [(6. 7 h*i/-4-*i-Vi)-)l) 7^U 

> (50mg) ^^oom (2ml). h 'J JL^JUT 5 > ( 0 . 5ml) l:i§ 

^□□^AfCfg^Lfc HJ**^ (4 8mg) ^*D^T^T3 
OtfPellSftl'fc. 7 8gK:&£iJU ->'^^;P75>^^ (2 5 0mg) 

mg, ^5 3%T*#£, 

'H-NMR (CDC 1 3, 40 0 MH z ) : 6 3. 11 (s. 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s. 1 H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz. 1H). 7. 31 (d. J = 2. 4Hz, 1H), 7. 59 
(s, 1H). 8. 15 (s, 1H). 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s , 1 H) 

Kfi##Ht (E SI-MS, m/z): 403 (M + + 1) 
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MV&M 1 1 9 : N- (2 -£DD-4 - {[6 - * h*->- 7 -(3 -=EAt^J J 
ya#=E-»-4-^'7'J-^] t±kl -N' -ynbfJI/frt^y 

N-{2-^DD-4-[(7-hHo*->-6-^ h + 4-+^-\/ 'J 
**i>] 7irjH -N' -7'Dhf;U^U7 (7 5mg), &B6*'J£A (5 1m 
g), 1,3 -*?7n*7nK> (7 6/zl) *N,N-^fMM75K (4m 

1) fcStfl/MT3B#IWa#Lfc. »BET»»*«SL/T#6n*:aSK:*€ 
in*., ^cmfc^ATifcttiLfc. *ltMft*7KSM:f HJ2ATttj*U MET 
JS«EtH*l/T»6nfca**X-y;PTiJls»L. N— (4- {[7- (3-/D 
^ET/ptf+S') - 6 -* h + >>-4-+±yU-;H - 2-i?DD7x 

-Jl/) — N ' -7PtfJU2U7£7 4mg, lR$7 8%Tifc. ft S tt'fc + IH# 

(7 4mg), EsSl^'J^A (5 1mg), *;U*'J> ( 1 3 0 Ml) £N,N-^*^ 
;U*JUA75 H (4ml) l:8*tifiT-ft««iLfc. MJEETi£$£g£LT 
# SftfcSt* ICffifB^BS**^ h U 2 A7j<?g^$Ja^^ □ D^ATttm bit. 

□ d*;ua/^ y -;n?jgffir s •> 'J #y;u* v^'yy ^ -\zXD^m 

L, SB0{fc£tt£4 9mg, M6 3%T'?#£. 

'H-NMR (CDC 1 3, 4 0 0MHz): fiO. 89 (t, J = 7. 44Hz. 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4 - 3. 0 9 (m, 2H), 3. 3 
2-3. 38 (m, 4H), 3. 5 2 - 3. 6 8 (m, 3H), 4. 03 (s, 3 
H). 4. 2 3-4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1 H), 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, J = 2. 68, 9. 
03Hz. 1H). 7. 36 (s, 1H), 7. 46 (d. J = 2. 68Hz, 1 
H), 7. 53 (d, 5 = 7. 81Hz. 1H), 8. 03 (s, 1H), 8. 18 

(d, J = 9. 27Hz, 1H), 8. 54 (d, J = 4. 39Hz, 1 H) 
«*»#fffl (ES I -MS, m/z) : 5 2 9 (NT) 

HMffDl 2 0 : N- (2-gDD-4- {[6-^ h^->- 7 -f 2 -^e;Uaft U / 
Xh^-»-4-WJ^M 7x~;U) ~ N ' -7P£;t^U7 

N-{2-0Dd-4-[(7-fcFP**>-6-*h*5/- 4-*i- % /V-M 
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7i-JH -N' -7"P tT;l^U7 (7 2mg), &gg;fc "J >7A (3 0m 
g), 1,2 - y7D ; EX^> (6 2 //l) ^N,N-y^fWA75 K (4m 1 ) 

\z®m u^iST- 3 mrmn t /c.mjet^^^s lt?# e»n/c^$ t^K^jn a, 

gSLTi^nfci^^X- r^Tifc&U N- (4- {[7- (2-^D^Xh 
-6-^ h + ^-4-^^-V l Jn;i/] :t*->} - 2-^DD7i-Jl/) - 
N' -yDlf;i/Ol/7^4 Omg, 4PM 5%T'f#£. t# *>ntz*mfo (4 5 mgh 
M^ft'J^A ( 3 0 mg) , .=E;P* U > (8 Owl) ^N,N-y7fWA75 
K (2ml) HJg»LMT- &WL£. »ET*at«4LT#6nfcaS 
tfiS?D^Bfi**^- h 'J C7A*igiK*lBA^PP*JUAT?fi6aiLfc. ^Ti$JI£*7j< 

»§4 2rag, iK^5 6%T#fc. 

'H-NMR (CDCh,4 0 0MHz):6 0. 89 (t. J = 7. 3 2H z , 
3H), 1. 4 3 - 1. 4 9 (m, 2H). 2. 3 2 - 2. 3 8 (m, 2H), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4h), 3. 5 3 (m, 1H), 3. 
5 7 - 3. 5 9 (m, 2H), 3. 96 (s. 3H). 4. 31 (t. J = 5. 8 
5Hz. 1H), 6. 98 (m. 1H). 7. 21-7. 23 (m. 1H). 7. 
41 (s, 1H), 7. 4 6 - 7. 4 7 (m. 1H). 7. 55 (d, J = 12. 
69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H). 
m&ttVrM (ES I -MS. m/z) : 5 1 7 (M + + 1) 
mmmi 21 : N- (2 -£pp-4 - {[7 - (3-fc h'a^y^p^y)- 
h^*>-4 -^^'/'J-M 7x~;i/) — N ' -7Pbf;i/frlx7 

N-{ 2 - JDD- 4 -[(7 -t Fo + y- 6 h*->- 4 
^-+>>] 7x-;U} -N' -7'Dtr;U'7U7 (5 5mg) WJDA (2 0 
mg). S-yot- 1 (6 2 wl) £N,N- v*?;U*;UA7 

5K (4ml) £&#U£ifiT3P$Wfl&#Lfc. $/£T?§$S&fg£LTf#bft/c 
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y'J^ir'MOT h#77 4-\Z&K>%imL> mm<Dfc£®Z 2 5 m g . iR2|S4 

'H-NMR (CDCl 3 ,4 0 0MHz): (50. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3- 1. 52 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H). 3. 06-3. 11 (m, 2H), 3. 56-3. 7 
1 (m. 2H). 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz. 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 
7. 38 (d. J = 9. 03Hz. 1H), 7. 47 (d, J = 2. 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1H), 8.5 5 (s, 1H) 

(ES I —MS, m/z) : 4 6 1 (M + + 1) 
HMffll 2 2 : N- (2 -^DD-4- ([7- (2-b HD^xXh^y) - 6 

h^->-4-^^-'/'J-;i/] ^y) 7iz;w - n ' -7'ae;i/frU7 

N-(2-^00-4-[(7-tF0 + y-6-/ h + ->- 4 -*j-V U ~;|/) 
7i-JH — N ' -7cie;i^!/7 (5 Omg), mmtlWk (3 0m 
g), ifl/>ya ; &tF l J> (4 4 wl) $N,N-y/f^A7SK (4 
ml) iZ®mLMi&T'3mmftLtz. m&T®&1t%£LT%t>ntz&l£\Z7k 

Jl/^O-7h^7 7^-{Zcfc0MS!L, m.m(Dtt,&%)$: 1 2mg, JR^2 2%Tf# 

'H-NMR (CDC 1 .1, 4 0 0MHz): 50. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H). 3. 06-3. 11 (m, 2H). 3. 
8 0 - 3. 8 3 (m. 2H). 3. 98 (s, 3H). 4. 22 (t. J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1 H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (d d, J = 2 . 69Hz. 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J = 2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s. 1H) 

(ESI-MS, m/z):44 7 (M + +l) 

mmmi 2 3 : n- (2 -£dd-4 - h^->- 7 _ u-bpjyMu 

-4-*j-V>)-M**i/) 7x.-)l) -N' -yabf;i/^U7 
®# (N- {2 -£DO-4-[ (7-tKD+y-6-^h + y-4-4 : 7- 

«/u=;w t+->]7i-;n - n ' -yntr;i/^u7, somg) .m^^u^a 

(l38mg), 4-^DP/5 L ;i/tT l J^>^ig (4img) £N,N->"*^;i/* 
(lml) l;^L80 < CT3^^LfCc S^^C?*^*., 
^□□*jUA-yD/\V-;U (3/1) T$£iiL7c. ^M^^7jcfi!i^±KU^ 
ATSiL, i§M£Ti£$£g£LT#btt£5S££HPL CCTfiSL, SH© 
fc£4£j£65mg. iK*£66%T*#7c. 

'H-NMR (CDCb, 400 MHz): <50. 96 (t. J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H). 5. 32 (s, 2H), 6. 66 (s, 1 H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d. J = 2. 7Hz, 1H), 7. 41 (d, J = 5. 9Hz. 2H), 
7. 54 (s. 1H). 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s. 
1H). 8.6 3 (d. J = 6. 1Hz, 2H) 

nmftVrm (es i -us, m/z) •. 4 9 4 (m + + d 

HMflll 24:N-f2-^aD-4 - ((6-*h*->-7 - [(5-^)1^ 'J 

/^>^)U) :t=E->] -4-^yj-;H 7x~;h-n' -7"p£ 

N-(2-i7DO-4-[(7-hh*D^y- 6 - > h*->- 4 -*7"V U 

7i-lH — N ' -7'u\d)VVV7 (7 Omg). js*&£'J7A (3 0m 
gh ^>^^fk>7'07^F (8 0/zl) &N,N-/^fMM75H (5 
ml) \Z®ML£i&T'3mffi®WLtzo MET?g$£g£LT#bnfc$$K7j< 

Tit^^g^ LTtibnfc^^^X-x^T'^ifL. N- [4- ({7- (5-7* 
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□ €^>fJW -6-/ h*><-4-*-}-V ) J-)l>) -2-i7 

□ D7I-M — N ' -'7°DtfJU'7l'7£4 3 mg , TO 4 6 %Tf#7c 0 f#bft 
7c4W (4 3mg). ^^^U^A (3 0mg), : E;U^iJ> (7 0/zl) £N,N 
-y^^J^M75 K (4ml) l;igilifiT-Mj$L/:. MffT?£$£ 

3££ £ £ □ □ A/* $ J - JI/TMt" 5 -> 'J * u^YV^y 4—\z& 
OffgiU ^<£>{fc-£^£3 Omg, l$6 8%T#fc. 
'H-NMR (CD C 1 3, 4 0 0 MH z ) : 5 1. 7 1 (t, J = 7. 32Hz, 
3H), 2. 28 (t. J=7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m. 5H), 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m. 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J = 4. 65Hz, 3H), 4. 46 (t, 3=4. 76Hz, 1 H), 4. 77 
(s, 1H). 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J = 2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H). 9. 00 (d. J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
KSftf/HI (ESI-MS, m/z): 5 5 9 (M*+ 1) 

mmmi 25 : n- (2-»cm-4-r (6-/^^-7- (rs- (ih- 

1. 2, 3 - HU7y-;U- 1 -<M ^y^-M***/] - 4-*j-W-)\,) 
^-^->17x^ju} -n' -y'd^jvyuj 

h UTV- ;K0-41ml), 1 -ynt- 5 -£OD^>:$7> (l.Oml), 3^{fcx 
h : 7y^^7> : ^-'y^ (lOmg), &<ktf3M7j<igKfc:>-HJ , 7A7k?§f£ (lml) 
£7izh> (10ml) \Zil$mb. 50t:T*18^WLrc. £tf^£t)K7jc£jjDA. 
/7DO*;UAT'afilL7c. «B£&7K^^bU?ATi£*£U MJ£Ti£$£ 

88 U (390mg) 

JSff (N - { 2 □□- 4 -[ (7-kHD^y-6-/F + y-4-+t , y 
>J-;>) W/]7i^iH — N' -yotfJl'^uy, 80mg) .p^U^A (i 
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38mg), fjftj£<D$fflfo (52mg) $N,N-y^fM^A7$ F dm 1 ) \Z 

-)V (3/1) T-mthLtc. ^«JI£&7]<BftK*HJ£AT&8iU ®l£T®m 
&%£LTW ZftfcmZ i^HPLCMSj U M©fc£4£j£4lm g , JK^ 

'H-NMR (CDCh, 4 0 0MHz): 6 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz. 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J=2. 7Hz, 1H), 
7. 48 (s. 1H), 7. 55 (s. 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H). 8.5 8 (s, 1 H) 

mmftffim (es i -ms, m/z) : 5 4 0 (m + + d 

jgjfSfflll 26 :N' - (2 -»OD-4- (f6-^h^->-7- (4-^'Jv* 

- 4 -^^-y'J-;ui^-^-» 7x_;p) -n, N-->'x^;i/^i/ 

7 

]gf& (N ' - (2-^oo-4-[ (7 - t h*P*x- 6 h + x- 4 
^-V/'J-;U) ^->]7i;JH — N, N-i?X.W*ls7* 83mg) M&fi >J 
>7A (138m g). 4 uu^J-)VM U x^ifiBgJfi (49mg) ^N.N-v 5 ^^ 
;U*;UA7S K (lml) lCjgfl?L^rUTl8l$OT#L/fc. £f&jg£ttK:zk£fln 
A, ^aD*M-^D;V-A (3/1) TffltBL7to MJf&^KSS^h 
•J^AT^L. *ffiTiS»*e*UTfl&nfe»$SHPLC^TflfaSL, S 
if©ft-&^^57mg, JR^56%T't#fc. 

'H-NMR (CDCh, 4 0 0MHz) : 5 1. 26 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz. 4H). 4. 08 (s, 3H). 5. 32 (s, 
2H), 6. 98 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s. 1H), 7. 29 (d. J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1 H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d. J = 5. 9Hz, 2H) 
»*#*H1 (ES I -MS, m/z) : 5 0 8 (M + + 1) 

mmmi 21 n- (2-^on-4-{[6-^ h^->- 7 - u-^jt/fru/ 

N-f2-^OP-4-[(7-kHo^y-6-^ h*^- 4 -+^- , /'J -Jl/) 
7i-M -N' -7'ami^7 (7 0mg>. ASK* LJ £A (3 0m 
g). 'O^/f U>7'D5F (8 0/fl) S;N,N->7fMM7iH (5 
ml) l:i§)5?l,Iiat'3^fWlfc. »ffiT*ttE&«3feLT»6nfcjaSC7K 
Sim*.. *nn*Jl/ATtttfiLfc. tiI5i«^tMJ^AT^l, «S 
T*«S9*bTfl5^fcJ***I-7 l ^**l^ N~ (4 - {[7 - (4-7* 
□ t7*h*>') -6-/ h*v-4-3^/>J-;H -2-?PD7x 
-JP) — N ' -7°Dti;U'7U7^4 3mg. iR$4 6 KlTHfe. #6tlfc+M#: 
(4 3 rag). flt&tfUtfA (3 0mg). U > (4 0/i|) £N,N-v*f- 

;Mv>UA7 5F (4ml) l:g«l/Sin?-*ll*fLfc. «EET?f^S:^SL,T 

o □ a / ^ * y - )ux-m ffi? % •> y * □ t k 9 5 7 ^ - ic j; o **« 

U 2 3mg, JRJP5 3%Tf£fc. 

'H-NMR (CDC 1 4 0 0MHz) : <5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1H). 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H). 7. 30 (s, 1H). 7. 3 2- 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

M#t*HI (ESI-MS, m/z): 54 5 (M + + 1) 

j&fifigill 28 :N- [2 -£aa-4- ({ 6-* h*»>- 7 - [2 - (4-*?- 

;i/bf^7^ytx h^->3 -4-^^-7'j_;i/} 7x-;i/) -n' -7° 
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N-{ 2-^nP-4-C(7-t KP*S/-6-^ h*->- 4 -+^/U 

7i-JH -N* -yDtf;U^l/7 (6 Omg). W&llWk (3 0m 
g), l,2-->*yD ; &X^> (7 0 Ail) ^N,N-y^fMM7$ K (4m 1 ) 

^□□*;UAT«tBL£. *««*£*aHfcfHJ*AT«*U «ffiT»ttS: 
a^LT»6tlfcaS&X-T-;UTT«ci*L. N- (4- ([7- 

-6-^h + y-4-4 : t7 l Jr;H J** 5"} -2-^D07i-)W - 
N' --fuK)\,W7*A 6mg, »6 2%Tf§fc. fl&nfc + RI* (4 6mg). 
0tK&U.9A (2 Omg), N-/^;Uhf^^^> (5 Owl) £N,N-vj*3\^ 
*M75 H (3ml) LM-C-Hftfll#Lfc. «ffiTi§8t£gSL-a& 

6nfcSSCfflfa^SI*S!i± h U C7A*8fflt*DPA.^ ontf^ATJfctiJLfc. W 

»MS2 4mg« iK^5 0%Tl#fc. 

'H-NMR (CDCh,40 0MHz): 6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H). 2. 75 (m. 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H). 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 68Hz, 9. 03Hz, 1 H), 7. 31 (s, 1H), 7. 49 (s, 
1H). 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
Kfifl-flrfl (ES I -MS. m/z) : 5 3 0 (M + + 1) 
29 :N-(2-^ao-4-[(7-{2 - 
OL£jk) 757] -6-^h»^-4-WJ^) 7 

x-;U} - N ' -7a^;U'7U7 
N-{2-^DD-4-[(7-kKD*->-6-> h + 4 -+^^/>J-;U) 
7i-;H — N ' -7°Ptf;U^l^7 (6 5mg). ^KA'JfA (3 0m 
g), 1,2-> j 7p ; £X^> (3 0 u\) £N,N-> J ;*3 L ;i'*JUA7S K (4m 1 ) 
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S£LTf#bftfc^S£x-7\JUTft:#U N- (4- {[7- 
*v) -6-* h^->-4-+^-V/'J-;i/] -2-^PD7x~;U) - 

N' -7'D tf;i/^U7&3 6mg, $¥4 5%T?#£:. fib*!*:^** (3 6mg). 
es^U^A (3 0mg), N-^^X^y-;U75> (3 Owl) £N,N-v 
^?MM7 5 K (3ml) \z®mLmi&T-$iMftLfz. MET*g$g£g£ 

Si'OD *;UA/ * * y -Jl/TSWT S *> 'J*Wo7h^77-f-tJ:0» 

'H-NMR (CDCl 3,4 0 0MHz):6 0. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H). 4. 07-4. 15 (m, 4H), 4. 76 (m. 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H), 
7. 40 (s. 1H). 7. 54 (s. 1H), 8. 37 (d. J = 9. 03Hz, 
1 H), 8. 6 4 (s , 1 H) 

Sfi##HI (ES I —MS, m/z) : 5 0 4 (M + + 1) 

mmmi 30 :n- [2-^00-4 - ((6-y h*->- 7- [3 - (4-/7- 
j^^^yy^q^y] -4-^-7"yj-;i/) a-*^) 7x~;H -n' - 

N-{2-^DP-4-[(7-t + / h + x-4-+7-V'JxjU) 

7x-;H — N ' -7'u\i)V^V7 (7 5mg). »'J9A (30m 
g), l,3-y7'P : E7*D/t> (7 5^1) £N,N- 3\)l/*JUA7 5 H (4m 
1) {C^L^T3^Wtfc. irtJ£T&&£g£LT15&n&S3K7k£ 
flO*, 7DD*;UAT'$ffiL;t. MS^^KSS^T-hJ^ATr^L, MEET 
g^<£^LTl#btl/z?^$^X-r^T'^^L, N- (4 - {[7 - (3-7*d 
^7°D#*:» -6-^ h + ->-4-^^ , /'JXJl,] -2-^DD7i 
— N ' - 7 V 7% 5 Omg, «5 2%Tf#7c. t# bftfc 

(3 0mg). IS^'J^A (2 Omg). 3M!/t:^5 v> (4 Owl) £N, 
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N->7WM7$H (3ml) fc»*LMT-ft«#Lfc. METi£$ 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m. 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 25 (m, 
2H), 4. 04 (s, 3H). 4. 25 (m. 2H), 4. 83 (m, 3H), 5. 
34 (s. 3H). 6. 70 (s. 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d. J = 9. 27Hz. 1H), 8. 59 (s, 1 H) 

nmftvtm (esi-ms, m/ z ) : 544 (m + + d 

HMflll 31 :N' -f2-?DD-4- ({ 6 - * K*->- 7 -r 2 - ( 1 H- 
1. 2, 3 - hU77-;i/~ 1 -*f ;U) Xh^>l-4-WJ 
7xZJH-N, N- vX^;[/-7lx7 

ffiW (N' - {2-^DD-4-[ (7-t FD + ->-6-y h + ->-4- + 
j-VV-M **y]7i-JH -N, N-->*x^>?U7> 83mg) ,m%fcfi 'J 
(l38mg), 2- (1H— 1, 2, 3 - h U 7 4 /;U- 1 X^;i/ 4 

1 -^>-t*>7.;i/7^-^— h (59mg) ^N,N-i/'^5 L ;U*;UA7 
5H dml) lz?§^L80'CTi8^rBW^Lfc o Kfc&^mzikZlMX. pan 

*)ii±-7urt; -)v (3/i) x-aaiL7c. mmm^mymmi-h^^AT'^ 

tKftt h UXf^7 5 > (0.027ml) W^DD*;UA (lml) Jgflfck:, OW h 
i)**y> (90mg) 7JD*_T, 30#fJiJ8B#Lfc. EJ&g£«*0T:K:»8>Lfc&. 
y*XW5> (0.044ml) ZffiT LTjbDA, 2l$E|J&Uj-C£i&*T#iBLfc. K 
tfig'&ttCtefp&K**:*- H 'JSA#»iK££SD;l, 7on^A-7o;v- 
;U (3/1) rmtULtz. WM£&*EK*MJ£ATt£igU iETi§i$ 
g£LT£e>ttJtS££HPLC£T«$3U il©^ft^30mg, JR^29% 



WO 00/43366 



PCT/JP00/00255 



- 124 - 

'H-NMR (CDCh, 4 0 0MHz): 31. 26 (t. J = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J = 4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d, J = 9. 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mmmi 3 2 : 3- U4- (3 -^pa-4 - (f (yi^ys/) a;t/#- 
;ui7sy} 7i;t-» - 6 h^->- 7 -^-j-VJ-;!/!^-^^} ynt^ 

-N, N-vX^JU^— h 

mm (N' - [2-9uu-4-[ (7-kHo^->-6-/h + y-4-^ 
TJ-yU-JlO t+y]7i-;H — N, N-v?X3MI/£U7, 83mg) jKft*iJ 
£A (138m g). 3 -^nt- 1 -7D/V-;U (0,027ml) &N,N-v?^^;i/ 
*)UA7S H (lml) C»#L80t:Tl8litM!f#Lfc. EfciB£4&K:zlc£;&D*.. 
^□□^^A-yD/ty-JU (3/1) TttffiLfc. WM£S6#«KK:J-HJ£ 

^IfcWi: H 'JX3MI/75> (0.027ml) 0*DD*;kk (lml) (gSlI, 0 
(90mg) *QAT, 30#Mtt#Lfc. Efcffi^ttfcO'CIIi&aflL 
7cf&, y'lWS> (0.044ml). SSSTUTJDtL, 2Pf fcWtTM^Tl^L 

AV-;P (3/1) Tfl&ffiLfc. W«H*»*«**MJ>>ATej!U MEET 
»*t«Sl/Tl»5*lfca*tHPLCl:T««L. «e©ft^4fe*19mg, iR 
^17%Tt#fc. 

'H-NMR (CDCh, 4 0 0MHz) : 61. 0 4 (t. J = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz,-6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36. (q, J = 7. 1Hz, 4H), 3. 75 (t. J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H). 7. 10 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 
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(d, J = 9. 3Hz, 1H). 8. 55 (s, 1 H) 
mffimi 3 3 : N— f2 -7 DO- 4- ({6 - ^ h^->- 7 -r 3 - (4-hf'J 
yD^^->l-4-^j-'/'J-;U} 7I-J1/1-N' -7W 

(N- (4- {[7- -6-* h*v-4-+ 

■fW-)V]-**is) - 2 -^□□7x-;l/) -N* -7"D tr^^UT. 80mg) , 
JK^^U^A (I38mg), 4 -^;i/^7*Kfc!U i/> (22mg) £N,N - ~J*?-)V 
*;UA75 H (1ml) (lML^T3B#OT^Lfc. Kfoi%£mZ7k$:1)Q?L. 
^□□7fs;UA-7'PAV-;U (3/1) T'J4£BL7c. ^m^te 7 jc^^i.ijr> 

£$>£60mg. iK^72%T#7to 

'H-NMR (CDCh, 400 MHz): 50. 91 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m. 2H). 2. 2 4-2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m, 1H), 6. 62 (s, 1 H), 7. 11 (d 
d. J=2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1H), 7. 45 (s, 1H), 
8. 19 (d, J = 9. 0Hz, 1H), 8. 3 0 - 8. 3 4 (m, 2H), 8. 
5 5 (s, 1H) 

mmfttifm (esi-ms, m/z) .-554 (m + + d 

nffiMl 34 : N— {2-^Da-4-f (6-p< h^->- 7 - (3~r (1 -X 
2, 3, 4-fh7'/-^-5--fJ|/) tt\-fui£*ri/) - 
A-*1rW-)V) ^->17i-JH -N' -/DWl/? 

0*4 (N — (4- {[7- (3-7'Dt7'o^y) - 6 _^). + ^_4_^ 
t'/'J^t^y) - 2-^nD7x-;i/) — N ' -7'Dtf;U7U7, 80m g) , 
0?&#'J7A (I38mg), 5 -^;P*7'h- 1 (23mg) £N,N 

-y^fMMJih' (lml) ICi£^LMT3f$M#L7c. 
JC7k£flD*., ^□o*M-7"d/V-)I' (3/1) TfaitjL7c. «/f£*l7.k 



WO 00/43366 



PCT/JPOO/00255 



- 126 - 

u M0fc£to*7img. mms5%-cmzo 

'H-NMR (CDCh, 4 0 0MHz): 50. 91 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9-2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t. 3 = 7. 1Hz, 2H), 3. 86 (s, 
3H). 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd. J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J=3. 7Hz, 1 H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. OHz, 1H), 8. 55 (s, 1 H) 
KfifrM (ESI-MS, m/z): 5 5 9 (M + + 1) 
£ffiM 135:N- (2-^na-4- {[ 6 h=fr->- 7 - (3 -If^'J v 

7 

N- { 2 -2 □□- 4 -[ (7 -t Kd*->- 6 h=^->-4 -^^l/U- 
t4y]7i-JH -N' -7'u¥)VVU7 (500mg) .p^^U^A (857 
mg), i,3-y7Dtyn/t> (0.5ml) £N,N-y/fM^A75 H (5 

ZtoX. ^dd*;ua/2-7dav -;!/ (4/i) TtetHb/c. ^M^^sft 

N- (4- ([7- (3 -7*D ; E7"D*°*v) -6-* h*->-4- + :^-\/•J- 
;^]:^-*;'} - 2 -^□□7x-;H — N ' -7'Otr;i/^U7^451mg, iR^7 
l%Tt#7c. N- (4- {[7- (3 -•/□ : &7'n#+^) -6-^h + >'-4 
-^l/U -;U]^->) - 2-^007i"iH - N ' -7'Dt?;U£U7 (70 
mg), j^&^U^A (54mg), fcf^Uv> (39ul) £N,N- ->*;Wl/*;i/A7 5 
h* (2ml) (C^fL^rST-M^Lt. M/£T&$£g£LT*#6ft7c$£ 

icfis?p^7xm^ h >J £ ^mm^taxv □ d^i/at^ Lit. «i£M7K 
^^y-jK2 o/i) TM^-r^>->'j*y;i/^D-7 h^77^-(3j;0in^L. 

SM<7Mfc'&#)£35mg. iR^50%Tt#7c. 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 8 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4 - 1. 6 6 (m, 8H), 2. 15 (br, 2 

H) , 2. 44 (br, 2H),2. 55 (br, 2H), 3. 2 0 - 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 

(t. J = 5. 9Hz, 1H). 6. 65 (s, 1H), 7. 17 (dd, J = 2. 
7Hz, 9. OHz, 1H). 7. 32 (d, J=2. 7Hz, 1H), 7. 33 

(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 (s, 1H) 

mm&il 36 : N- [2-7PD-4- ({7-* h*->-6- [2- (4-*^ 

(N- {2-£no-4- [(6-tKo4->-7-/ h + ->- 4 -*7-y*'J ~ 
JI/) 7x-;U} - N ' -7*OtrjU7U7 (5 0 Omg), ^^'J^A (8 

57mg), 1. 3 - VZfu^zfurty (0. 5 ml) SN, N - i^^;|/*;i/A 
75 H (5ml) lZ®ffiL£&T'3mm&Lfc. MJET^SrgfSLTffbn 

7c:^$fc:7]<^iPA. ^dd*;ua/2 -7o/v-^ (4/d -etfiffiLfc. *T 

flg/I St^tKSS^^" h U 7 A X'tm L . MEET?£$£ £ SS L b ftjfcJB $ £ X- 
xJHT&^U N — (4- {[6- + -7-*h*->-4- 

^7- v /U-;U] - 2-^DD7i-JH -N' -^Dt;^l/7*4 5 

lmg, iR¥7 l%Tf#fc. N- (4- {[6- ( 2 h*^) -7-/ 
K + >>-4-+7-y* , Jx;i/] - 2-i7007i-JH - N ' -T'DtTJU 

■71/7 <5 0mg). ^KflU^A (40mgh N-^^;Utf^7x> ( 5 0 u 

I) &N, N-y^^WA7SH (1ml) £iS#kMT-!ft88#Lfc. 

£LT&snfcSS £7 □ D*;i/A/^^ 7-;UTgMT* > U nvh 

'H-NMR (CDC1.1. 4 0 0MHz): fiO. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H). 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4 - 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H). 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H). 7. 55 (s, 1H), 8. 25 (d, J = 9. OHz, 
1H), 8. 6 2 (s, 1H) 

MAfttirW. (ES I -MS. m/z) : 5 2 9 (M + + 1 ) 

gUMi 37:N-[2-^nn-4((7-^ h*~>- 6 - [3- (4-*^PJl/ 

fc^7v7) -4-^j-VJ-;i/} ^-^-» 7x-M — N ' --7° 

(N — (2-^7DD-4 - [(6-kHD + y- 7-* 4 - 

;U) ^-^v] 7x-;U} -N' -7*Dbf;i/7l^7 (5 0 Omg). kSEA'J^A (8 
5 7mg). 1, (0. 5ml) 5N, N-y^fMM 

75 K (5ml) lC^L^i&T3B#r B m^L7t 0 MEETi§$££g£L-n# £ft 

fc^^(37K^iDA. ^□□*;ua/2-^pav-;u (4/1) -efflttiLfco # 

x;H?ft&U N- (4- {[6- -7-*h*x-4 
-^T-yU-JU] ttis) - 2-^P07i"JW — N' -7°0 kMl/7U7£ 4 
51mg, JR^7 l%T*#7c. N- (4- {[6- ( 3 - 7" D^t -7 

h^x-4- + 7^yU^^] -2-^OD7i-;H — N ' 

\L)^V7 (5 0mg), ^SE*U7A (4 0mg). N-^5 L ;i/tT^7v> (5 
O/il) &N, N-^^*M75H (1ml) 

Ac. «ETi8fflE$S3SUT^enfcgi$tfiS?P^|g**^ h 'J SAfciSifcfclnA 

b?77 4-\ZJ:K)mMV. mm<D{t£®& 2 Omg. iR^4 4%Tf#fe. 
'H-NMR (CDC 1 :. , 4 0 0MHz) : 5 0. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H). 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 5 3 (b r, 2H), 2. 7 1 (b r, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s. 3H), 2. 5 9- 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br. 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z. 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s. 1H), 8. 25 (d, J = 9. OHz, 1H), 8. 61 (s, 1 H) 
»*#*HS (ES I - MS, m/z): 543 (M + +1) 

mmmi 3 8 n- (2-^dd-4- {r7-* k^->-6- (2-eu->Mu 
- 4-^± v /'J-;ui^-^->) 7x-;u) — n ' -yag^fruj 

Mm (N- {2-*no-4-[ (6-kh'P^y-7-^h4 ; y-4-+t 
»/U=;W t+v]7r-JH — N ' -yPtr;U^L^7, 80mg) >J £A 

(138m g). 2- U7UU*?)V) W)*J>%BkljL (4lmg) &N,N-v^5 L ;i' 
*;UA75 H dm 1 ) Cg*Li20'CT?3WfH8R^Lfc. KJ&jg^tofczK&an*.. 

^□□^juA-yn/w-^ (3/i) -c^tiiLfco Gmmzmfrmmj-hvo 

fc-&$l£54mg, iK#55*Tf#&. 

'H-NMR (CDCb, 4 0 0MHz) : SO. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 1-1. 5 8 (m, 2H), 3. 17-3. 2 2 (m, 2H), 4. 0 2 (s, 
3H). 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 21-7. 29 (m, 
2H). 7. 5 3 - 7. 5 5 (m. 2H), 7. 66-7. 71 (m, 1 H), 8. 
15 (d, J = 9. OHz, 1H), 8. 5 5 - 8. 5 7 (m, 2H) 
K*##HI (ESI-MS, m/z): 494 (M + + 1) 
mmmi 39:N-(2-^OD-4-(f7-^ }.^->- 6 - Q-^frij 

;yn^-» -4-^!/'Jx;w^'» 7x_;U) -N' -y'n^jiou 
7 

M*4 (N— (4- {[6- (3-7'D#*v) -7-* h^->-4-+^'/'J 
-;|/]:**^} - 2 -#nU7 *=.)],) — N ' -7 r Dtf;U'>U7, 54mg) ,^gg 
#'J£A (138m g). : E;U#»J> (0.017ml) £N,N->7f )^A75 K (l 
ml) lCjg$¥U20 < CT3PfP B ']$#Lfc. In*.. ^□□^JUA 

-7"DAV-^ (3/1) TffltiiLfco Wil^*7Mth'J')AT^L > 
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'H-NMR (CDCls, 4 0 OMH z) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2H), 2. 35- 

2. 4 8 (m, 4H). 3. 2 0 (dd, J = 7 . 3Hz, 12. 9 Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m. 1H), 6. 63 (s, 1 H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d. J = 9. OHz, 1H), 8. 54 
(s, 1H) 

KS#$HI (ES I -MS, m/z) : 5 3 0 (M + + 1) 

40 : N- { 2 4 - f(6 - (3 - ( 2 - b KP*->X5=-;10 
75/l7n#*'>} -7-* h*->-4-*:M/'J-;tO ^-^'>17 
x-JM - N ' -7PfcrjU9U7 

TO (N- (4- {[6- (S-^D^O^y) -7-* h+^-4-* 
tVU-Jl'l^y) " 2-^OD7iZJW — N* -7W;i^U7> 5img) , 
j^&^'J^A (68m g), 2- (*^;U7S/) Z.?J—)V (I5mg) £N,N — 

^pc^;i/*;uA7s h dmi) \z®BL8oW3mmwisrz. Kfo&smz. 

7K£2jn*-, i?DD*^-yo/V-A (3/1) TttfflLfc. W«Ji£&*l» 

^/-;i/-CSWr<&HPLCC«k«3fll«U. SHroft£tj£25mg, iR^48%Tt# 
7c. 

'H-NMR (CDCb, 4 0 0MHz) : 5 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 08-2. 15 (m, 2H), 2. 30 (s, 
3H). 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 2 6 (m, 2H). 3. 60 (t, J = 5. 4Hz, 2H), 

4. 02 (s, 3H), 4. 23 (t. J=6. 3Hz, 2H). 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H). 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m. 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mmmi 41 : n- (2-^uu-a- U6-* h^->-7- {2-wj)V 

HCift (N — { 2 -^DD-4-[ (7-kHD4^-6-^h^y-4- + ; 
t^^]7i-JH — N ' 80mg) ,^K*U.^A (13 

8mg). 2 - ^DD/f;^'Jy>18S (4img) £N,N- v^^JWI/A 
7=H (iml) t»*L80'CTf3RFraft^Ufc. EJ&ig-&&C*£iD*.. £n 
o^A-yDA/-^ (3/1) TfttiJLfc. WMS^TkSSK^-hU^AT 

«JET»«ft«*LT»6nfc»S*HPLCfcT««L, MOft«- 
!$)£8lmg> iR^82%T^#feo 

'H-NMR (CDCb, 4 0 0MHz): 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H). 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H). 4. 05 (s, 3H). 4. 7 5-4. 8 2 (m, 1H). 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J=2. 9Hz, 9. 0Hz. 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s. 1H), 7. 53 (s, 1 H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J=2. 0Hz, 7. 8Hz, 1 H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6Hz, 1 H) 

M##HI (E S I —MS, m/z) : 4 9 3 (M + + 1) 

^mmi 4 2 : N- (2 4- U6-* h^x-7- Q-bTU^U 

(N — {2 -£00-4-[ (7-kh'D + y-6-/h^->-4- + ; 
U;U) t*'>]7x-;H -N' -7*Dtf;l'^^7, 80mg) .j&Kfc'JtfA (13 

8mg). z-9uu*?-)\,&) : J>m&M. (4img) £n,n-->-*^;u*;ua 

75 h* (iml) lZig$L80 < CT3S#Pe < ^#L;t. Rffig£ttK:*feiin*.. £° 
□ *;UA-yP/V-;U (3/1) TtfiffiLfc. W«H«:**a«^hU^ATr 
fcfcU «ET»«t*«*^T»&nfc«*S:HPLCK:T»«L. 
«70mg. iR^71%Ti#^c. 
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'H-NMR (CDCb, 4 0 0 MHz) : 5 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m. 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s. 3H), 4. 8 2-4. 9 0 (m. 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H). 7. 09 
(dd, 5=2. 7Hz. 9. 0Hz, 1H), 7. 19 (d. J = 2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s. 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz. 1H). 8. 7 5(S,1H) 
«4##r(I (ES I - MS, m/z):4 9 3 (M + + 1) 
»flll 4 3 : N — (2 -gOD-4- (f6~^ h=fr->- 7 - 

^^r^-» -4-»y uw*->} 7xi;n — n ' -yohf;u^i^7 

mn (N— [2-i7na-4-[ (7-t Ho^y- 6 h*'>-4-3V 
^y]7x-JH -N' -yotf;U»yU7, 80mg) ,^»*'J^A (13 
8mg), 4-^DD^?;Hf»J^>iftKtt (4img) SN.N-S^^sM/A 
75H (lml) Kig#U0 , CT3l$H«#Lfc. S«ffi^«J»C*&inAv *D 
o^A-^D/W-^ (3/1) Ttfl&Ltzo W«S*4S*fiSK^hU^AT 
ftttb. »ETi§«R*S*LT»&nfc«$&HPLCICT»fi!j U 
^ft*7 1rag. »K#71%T*§fc. 

'H-NMR (CDC1.1, 4 0 0 MH z ) : 6 0. 9 7 (i, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H). 3. 25 (dd, J = 7. 1Hz. 12. 9H 
z, 2H). 4. 05 (s, 3H), 4. 8 6-4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1 H), 6. 73 (s, 1H), 7. 08 

(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d. J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J=9. 0Hz, 1 H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J=6. 1Hz, 2 H) 
11^1 (ESI-MS, m/z):4 9 3 (MHl) 
Mti&ffl 14 4 : N- (2-y-PP-4 - (r6-^h^v-7 - (2 - ^PfrU 
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(N — { 2-fUU- 4-[ (7-tKD + y-6-^h+y-4-^y 
U;W t+y]7i-;H -N' -^Dtf^l'T, lOOmg) Jsg^'J^A (l 
72mg)> l,2-y'yn€X^> (0.086ml) ^N.N-y^^J^MJS H (l 
ml) \Z®ffiL£UX'3memftLtzo &mU£%)\Z7k$:lMX> tuuKfrl*- 

zfnA;-)i (3/i) T-mitiLfc. %mmzm7mwtj-h*)VAT"&&L, m 
!£Tmmz%£LTn<bntznz*jL--T)\'T-$t®L> *iw# (n- u- {[7 

- + -6-yh4 ; y-4- + yUJ^y} - 2 □ 
-N* -^ntr^^UJ) 'frlBJ^ £K*L)£A (I38mg). 

^E;U^U> (0.17ml) 5N,N-y^fM;i/A75F dm 1 ) Ilig^UO'CT 
2B#|B]«#Lfc. EJfflB&*K**10*., ^□□^A-7 P DAV-;l/ (3/1) 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 91 (t, J = 7. 6Hz, 3H), 

1. 5 0 - 1. 5 9 (m, 2H), 2. 5 7 (t. J = 4. 6Hz, 4H), 2. 
88 (t, J = 5. 9Hz, 2H), 3. 18-3. 23 (m, 2H), 3. 68 

(t. J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br. 1H), 7. 03 (dd, J = 2. 7Hz, 9. 
OHz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 
KS##HI (ES I -MS. m/z): 515 (M + + 1) 

4 5 : N-r2-gaa-4-( (6-* h*->-7-f2- (1H - 1. 

2, 3 - h'J7'/-;U- 1 zrQk) Xh^yl-4-^yU;H t^-»7xz;H 

— n ' -ynkf;u^u7 

(N- { 2 □□- 4 -[ (7-tFD^y-6->h^y-4- + y 
^y]7i"JH — N ' -yDhf;U^U-7> 80m g) ,M*U^A (13 
8mg). 2- (1H-1, 2, 3 - h'J7V-;U- 1 -<)V) JL^JU 4-* 
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1 -^>M>7,)VP*i— h (59mg) ^N,N-y^fMJ^7iK 
(lml) \Z®Mlsl20T:T5&fffiMWVtzo K^^mzy^HWTL, t?uu*)V 
A-7'o/\V-;U (3/1) T&lihLtzo ^mM^Mym^i-hV^AT'^mL, 

PLCCTilb, SH©fc£tl£92mg. M92%Tf#fco 
'H-NMR (CDCh, 4 0 0MHz): 6 0. 97 (t, J = 7 . 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H). 3. 2 3 -3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1 H), 4. 9 
3 (t. J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, 1 = 2. 7Hz, 9. 0Hz. 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H). 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1 H), 

8. 26 (d. J = 9. 0Hz, 1H). 8. 48 (d. J = 5. 4Hz, 1 H) 
IMI (ESI-MS, m/z):4 9 7 (M + +l) 

mmmi 46 :N-f2-gPO-4- ({7-T2- (1H-1 -"f 5 TV'J )l) 
Xh^^l-6-^ b*'>-4-dr/ VM ^-»7i-M-N' -?'u¥)l 

(N- (2 -^DD-4-[ (7-th'D^y-6-^h + y-4-^; 
•j;W t+x]7xiM - N ' -7"ofcMI/7l/7. 80mg) ,^K*'J^A (13 
8mg), 2 - (1H— 1 -- f X^;U 4-*3\>U- 1 -^>if>7. 

;P7*^— h (59mg) £N,N-y/fMK7$F (lml) fC*»Ui20 
TCTfsl^pKffi^Lfc. JRJt&S^*t7K*ftl7L. ^Pn*;UA-7°D/\V-;i/ (3/ 
1) T'tiUhLtz. ^«B*«*aM^hU^AT«JiL, ttJETS&fcSSLT 
7 □□*;UA-^^/-;H?HMLfcHP L CKTttfiU $ 

'H-NMR (CDCh, 400 MHz): 60. 96 (t. J = 7. 6Hz. 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2h), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H). 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H). 4. 44 (t, J = 7 . 3Hz. 2H), 4. 88-4. 
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94 (m. 1H), 6. 32 (s, 1H). 7. 14 (dd, J = 2. 7Hz, 9. 
OHz, 1H). 7. 25 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. OHz, 1H), 8.5 8 (s. 1 H) 
HS##HI (ES I -MS. m/z) : 4 9 6 (M + + 1) 

mmmi 47 n- (2 □□- 4 - (f7 - (3-kKDt->^D^^ 
-6-^ht->-4-t; | j;w^) 7x_;i/) -n* -^um^vj 

M8- (N— [2-fuu- 4-{ (7-kFD + y-6-^^y-4- + / 
U;W t+->]7i-JH — N* -7*ne;i>£U7. 80mg) .m&^'J^A (13 
8mg). 3 -yu=E- l--/un;-)\, (0.027ml) £N,N- 5?*3\ikft;PA 
75 K (lml) £$#LMTi8l5ra»#Lfc. EJfcB^ttfcrtfcftl*., 
□ *;UA-7°PAV-JU (3/1) TttiiiLfc. #«fi£a&zfc«EK:f- HJ £AT? 

g8-rSHPLC»c«kt)lll«L. ^jH©ft;£^£94mg, JR*100XTfffc. 
'H-NMR (CDCU, 400 MHz): 60. 92 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H). 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz. 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H). 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz. 2H), 4. 81- 
4. 87 (m, 1H). 6. 42 (d, J = 5. 1Hz, 1 H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s. 1H), 7. 43 (s. 1H), 8. 20 
(d, J = 9. OHz, 1H), 8. 42 (d, J = 5. 4Hz, 1H) 
&8figj|l 48 :N- [2-»cm-4- ({6-*h*->-7- [2 - (4-^^ 

Jg(& (N- (4- ([7- (2-7'D^EXh + v) -6-^h*->-4-4;U 
;U] ^->} -2-£PD7x-;U) — N ' -7*Dtf;U7U7. 50mg), 
#»J£A(138mg>, 1 -^5 L ;Ut"^7> ; > (0. 0 5 5ml) £N. N-->* 
*^;U*JUA7SK (lml) £**LMT1 8NPW«#Lfc. R*a^«t 
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#&iniL, $uu-fr)iix-zfunj-)\, (3/1) T°m\hLtc. $rttj|£ft*tt 

U mMOitGMZS 4rag, JR$ 1 0 0 KTftfc. 

1 H — NMR (CD C 1 3 , 4 0 0 MHz) : 5 0. 92 (t, J = 7. 3Hz, 
3H). 1. 4 9- 1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m. 2H), 2. 90 (t, J=4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H). 4. 7 5 - 4. 8 5 (m, 1 H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd. J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d. J = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

KS##HI (ES I — MS, m/z) : 5 2 8 (M* + 1) 

mmmi 49 : N- (2 -gPd-4 - (r 7 — (2-bKP*xXh^» - 

6-^ h=^->-4-^y u;ui^->} 7xx;u) -n* -:/abr;i^u7 

mH (N- ( 2 -^□□-4-[ (7-tb*P*->-6-* H*->-4-*/ 
UJU) ^y]7HiW — N ' -yPtf^^l^J, 80mg) ,^K*'J^A (13 
8mg). 2-ya ; &X^y-;U (0.021ml) ^N,N-y/?MM75h' (l 
ml) C|g#LMTl8l$rAffi#Lifc. R*5ii^«JC7K*iP^. ^PPJftJUA- 
yo/ty-;i/ (3/1) TtefflLfc. **Ji«r«l*m^-h'J^ATftJiU 
ffTJSWtSS* LT$e»ftfcS£ £< * p p*;ua/* * y -^TJRMrSHPL 

Click aSO^**80mg. «K*90*T?$fc. 

•H-NMR (CDCb, 400 MHz): 50. 96 (t, J = 7. .6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H). 3. 99 (s, 3H), 4. 07 (t, J=4. 4Hz, 2H), 4. 
28 (t. J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3 Hz, 1 H) , 7. 08 (s, 1H), 7. 08 (dd, J = 2. 
7Hz, 9- OHz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d. J = 9. OHz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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mmmi 5 0 : N- ( 2 -£pn-4 -f (7 - {2-f 

- N ' -7ag;fc»U7 

M** (N- (4- {[7- - 6 - * h*->- 4 

•JJU]**^} - 2 - 2 UU7 -N' -^□tr;P^U'7. 50mg) 

#U£A (I38mg). 2- (*3\>l/7£/) 3L#J-)V (0.040ml) £N,N- 
y^^MA7 5h' (lml) fcSafLMTl8l5IHM*#L;fc. S^S^ftC 
tK^jEjdA. ^□□*;i^A-7 p o;ty-;i/ (3/1) TfflfflLifc. ttMSfttfcflE 

U &B®{t'&«&£53mg, !K¥l06%Tt#fc. 

'H-NMR (CDCh, 4 0 0MHz): 6 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz. 2H). 3. 00 (t. J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7 Hz, 2H), 3. 6 4 (t, J = 5. 1Hz, 2H), 3. 
99 (s. 3H). 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 

(m, 1H). 6. 46 (d. J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1 H), 8. 24 (d, J 
= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 
Kfi##Tft (ESI-MS, m/z): 5 0 3 (M + + 1) 
jj^Jl 51 : N- (2 -gDD-4 - {f6 b*->- 7 - Q-^ft'J 
yyp^y) -4-^/'J;Wy) 7i-^> — N ' -7o£;i/fri/7 

WM (N — (4- {[7- (3-7'0^7Wy) -6-*h + ->-4- + 
J *) )V]tt s s\ ~ 2 -i?DD7x-W — N' -7nK;USl/7. 52mg) ,k 
Krt'JtfA (l38mg), t;P*U> (0.044ml) fcN,N-5?*^;UsfcJl>A7 5 

f dmi) \zmmL%i&-cimmm&Ltz. E*t>^ttt**jpA. ^pp* 

)\,Jx--fu)\J-h (3/1) TfflBJLfc. *«JIfc«*M*HJ£AT«6* 
23m g, JK^44%Tt#7c. 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 49-1. 60 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 4 0- 

2. 47 (m, 4H). 2. 52 (t, J = 7. 1Hz. 2H), 3. 21 (dd, 
J =7. 1Hz, 12. 9 Hz, 2H), 3. 62-3. 69 (m. 4H), 3. 9 
5 (s, 3H). 4. 20 (t. J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 4 1 (d, J = 5. 1Hz. 1H), 6. 6 4 (s, 1H). 7. 0 
4 (dd. J = 2. 7Hz, 9. OHz, 1H). 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1 H), 8. 20 (d, J = 9. 0 
Hz. 1H). 8. 42 (d. J = 5. 4Hz. 1 H) 

mmmi 52:N-f2-£cm-4- (6-*h*S/-7- (f3- (4-/^ 

JK8 (N - (4- {[7- (3-ya^a^-» -6-*h*->-4- + 
;'JJ^y} -2-^po7x~;U) — N ' -7n tr;i/-> 52m g) 
&#|J9A (l38mg)> 1 -^?;Hf^7> ? > (0.055ml) £N,N- v^^U 
*JPA75 h* (lml) £ig#LgiSTl8l$raft#Lfc. E£ffl£ttfc*eftl*. 
^□□*JPA-yDAV-;i/ (3/1) TtttBLfc. ^«fl^3S?icfii£BW-hU£ 

'H-NMR (CDCU, 4 0 OMHz) : fiO. 9 2 (t. J = 7. 6Hz. 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2H). 2. 23 (s. 
3H), 2. 3 0 - 2. 5 6 (m, 8H). 2. 52 (t, 3 = 7. 3Hz, 2H). 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H). 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3 -4. 9 2 (m, 1H), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H). 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s. 1H). 8. 19 (d. J = 9. OHz, 1 H). 
8. 42 (d. J = 5. 4Hz, 1H) 

Hfi##T{i ( E S I —MS, m/ z ) : 5 4 2. (M*+ 1) 
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nmmi 5 3 :N-f2-^aa-4-(6-^h^->-7-{r3 - (1H-1, 

2, 3 - h uiVzikz i zr Ok) ^gjj±23— ±jz±2JUkl ±*±1 
-;ui-n' -^atfj^UT 

h U7'/— ;U(0.41ml), l-?Ot-3-^DDyDA> (0.79ml), Btf-fcx 
h^^UJ^^A (lOmg), *«k^3M*»'fb^hU^A*«»c (lml) 
&Tth> (10ml) £8#U 50*CTl8l^Wttj$Lfc. S^S^«jt*SJJD>L. 

ML, (327mg) 

EC® (N— ( 2-£00-4-[ (7-tKO + y-6-^h^y-4- + ;U 
;U) *+->]7x=;W -N* -^OfcTJl/tfUJ, 80mg) ,j6*K#'J£A (138 
mg), WaB©+M# (43mg) ^N,N->7fMW7$K (lml) 
L80 < CT3f$M#L/t. gffig£«jfc7k£Jta;i. ^□□*;UA-7'o/\V-;i/ 
(3/1) Tttititfc. h'J^ATKiftU M£T?£&£g 

1 H — NMR (CDCh, 4 0 0MHz) : 5 0. 97 (t, J=7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2H), 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. BHz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d. J = 5. 1Hz. 1H), 6. 77 (s. 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 36 (s, 1 H), 7. 51 (s. 1 H), 7. 61 (s, 1 
H), 7. 67 (s. 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4Hz. 1H) 

ftfi##HI (ES I -MS, m/z) : 5 1 1 (M + + 1) 

H^fjjl 54 :N-r2-?DD-4 - ({7-f3- ( 1 H - 1 5 gVU M 

y'n^^- 6 - ^ h^->-4-^/'J;i/) j^vO 7x-JH-N' 
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-f 5 ^V-;K680mg), 1 -y'n=E- 3 -^□D7 P nA> (0.79ml). 39{t-r 
Y^-JJ-lVjy^-Vk (lOmg). &£tf3M7m{ti-hV>01±7m%i (1ml) 

^7-th> domi) \z®bl, sox:Ti8mrmftLtzo Rfcm&mzykzmz.. 

+ ISJ# (1- (3-^DOyDfcf^) -lH-'TS^/-^. 525mg) £ 

TO (N— {2-0nn-4-[ (7-tKo^y-6-^h+>'-4-^; 
UJU) t+->]7i-JM -N' -T'DtfJl'^l/T. 80mg) (13 
8mg), buM^^TO (42mg) ^N,N-y/WM75h* (lm 1 ) 
«?L80'CT3^}S}4 i b/c. fcfor%-£mZ7k$:to^. i?DP*M-^o/V- 
;U (3/1) Tfl&aiLfc. ^ffltM&MjkffiMj- h U ^At^il, MffiT?g&£ 

®{U 3Eg|tf)fc£#l£23mg, JR^23%TWc. 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 1 (t. J = 7. 3 Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz. 2H), 4. 21 (t. J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H). 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H), 
7. 12 (d, J = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz. 1H), 8. 41 (d. J = 
5. 4Hz, 1H) 

mmmi 55 :N- 1 2 -£DP-4 -T (7 - [2-fv (2-b KD*->X^ 
;U) 75/1Xh*->} -6-/h^-/-4-^;'j;P) ^->17i-;H -n 

(N — (4- {[7- (2 -^Dtlh + y) -6-^ h^->-4- + y 
U Jl^]^ - ^^} - 2 -y" □□7x-;i0 — N* -7'a tf^^l/Jx 50mg) 
ftU^A (l38mgh l-^f;i/t^7y> (0.055ml) SrN.N-v*-?^* 
;UA75H (lml) lCi3&L^Tn8Pf P^#L-£. £jSrg£t>K:7k£aD;i, 
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^DD^A-yn/v-ji' (3/1) -c&mLfz, mmmzmsm&i- h v o 

ft^tl£46mg, JR$92*Tftfc. 

'H-NMR (CDC13, 4 0 0MHz): 5 0. 92 (t, J=7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J = 4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H). 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H). 4. 17 (t, J = 5. 
0Hz, 2H). 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd. 3 = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, 3 = 2. 
7Hz, 1H). 7. 38 (s, 1H), 7. 43 (s, 1H). 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d. J = 5. 4Hz, 1 H) 
mmm 5 6 : N- (2-£an-4-r (7- {3-r~>* 
)V) -6-^h^->-4-^r/UA) ^-^'>17x-JP) - 

mn (n — (4- ([7- (3-myn#*-» - 6 h+i>- 4 

JV)V\t*i/) - 2 - V uuy 3_~)V) — N* -^Dt^^T, 52mg) 
S*U^i» (138m g), yX^y-;i/75> (53mg) £N,N- v^^l/jftjUA 
75 K (iral) tCJS»LMTl8«pra«»Lfc. KzKfcflD*., 
□ ^;UA-7"DAV-;i/ (3/1) T&ffiL/c., MJI HJ£ AT 

tt*4img, iRap82XTf$fc. 

'H-NMR (CDCb, 4 0 OMHz) : 5 0. 89 (t, 3 = 7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m, 2H). 1. 9 7 -2. 0 5 (m. 2h). 2. 63 (t, 
J = 5. 1Hz. 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d. 3 = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, 3=4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t. J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d. J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 3 = 2. 9Hz, 9. OHz, 1H), 7. 10 (d. 
3 = 2. 7Hz, 1H), 7. 42 (s. 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 

mmftVim (es i -ms. m/z) .-547 (m + + d 

mmmi 5 7 : N- { 2-£OD-4-r (7- {3-f 

;W — N' -•/□bf^^U7 

S» (N- (4- {[7- (S-fD=E^n^'» - 6 4 
SV)]s]**r : s) -2-^DD7iZ;W -N* - 7 □ 1/7, 52mg) 
mtlWI* (138m g), 2- (*9\/P7$y) X^y-;U (0.040ml) £N,N- 
y^?M;i/A7 5 F (lm 1 ) fc8#LMTl8B$fflft#Ljfc. EJ&fi^ttfc 
?J<$:JnA, i7UWfc)),J»--7unj-)V (3/1) TttffiLfc. WtlJB&^iTKfiK 

U &IB©tt:£4&£5img. JR^98%T?#fCo 

'H-NMR (CDCls, 4 0 0MHz) : <5 0. 91 (t, J = 7. 6 Hz, 3H), 

1. 4 5 - 1. 5 9 (m, 2H), 2. 0 5 (t, J =6. 8 Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J-5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz. 2H), 3. 20 (dd, J=6. 8Hz, 12. 9Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H). 3. 95 (s, 3H), 4. 22 (t, 
J=6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1 H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d. J = 2. 7Hz, 1H), 7. 4 2 6 (s. 
1H), 7. 4 3 3 (s. 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

sts##Hi (es i -ms. m/z) : 517 (m + + d 

HMflll 5 8 :N-r2-£aa-4 - ({ 6 7 -f4 - (ltf-1, 

2, 3 - b U7'/-;U- 1 —f;iQ 7>^->]-4 t±kl 7x~ 
JU1-N' -7'Qbf;i/'7U7 

N U7 % /-;K0.41ml)> 1 -^Dt- 4 -^DD7"^> (0.93ml), 3 7<l;fh 
9:7^7 A (lOmgh &£Z*3M7miti- h D (lml) £ 

7th> (10ml) 50t;Tl8l$fHffi#L;fc. Efcjg^ftfcTK&iD*.. 



WO 00/43366 



PCT/JPOO/00255 



- 143 - 

A "CtttHLfc. ff««*fc*M:THJ£ATtti*U MEET®&* 

8!U «f»M# (1- (4-^DD^?;W -l'H-1, 2, 3-h'J7V-;k 
314mg) £f#>t. 

mn (N- {2-*PP-4-[ (7-tKO^->-6-^h^->-4- + ; 
U;U) ^y]7x"JH -N' -yntf;^>k7. 80mg) ..^K* U OA (13 
8mg), Sftifi©4 , M* (48mg) SN.N-^/^MMJ? K (lm 1 ) fc?§ 

;P (3/1) T'$fcfciL£. tfM£fc*«K±hU£AT«SU «EET8ttE* 

s^L-atsftitsss. *pp*;ua /^^/-;i/TSwr*HPLct«to« 

'H-NMR (CDCh, 4 0 0MHz): 50. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m. 2H), 2. 14- 

2. 24 (m, 2H), 3. 2 6 (dd. J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s, 3H). 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m. 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd. J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d. J = 2. 7Hz, 1 H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m. 2H), 8. 26 (d, 

J = 9. 0Hz, 1H). 8. 47 (d. J = 5. 1Hz, 1 H) 
J?*##rffi (ESI-MS, m/z): 5 2 5 (M + + 1) 
^mmi 5 9 : N- |2-^DD-4-f (6-/h^-7- (T5- (ltf- 
1. 2, 3 - h'J7'/-^- 1 --f ^) ^>^M-**-s) -4-*SVM * 
^v17x-;l/} -N' -7W)UfrU7 

h 'J 77-JK0.41mI). l-7P ; E-5-^PP^>^> (1.0ml). 3 0ftf 
h^W/^-^A (lOmg). *J«kt/3M*»{k^-hU^A7KS» (lml) 
£7-feh> (10ml) 50 < CTl8S#^M^L,7t. SJ^^#)(C7X^SDA, 

^DO^ATiitiLt. *«a**S7KttK^-hU^AT«JSL, MJETi§$£ 
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ML, *ffl#(l- 2, 3- MJ7 , /- < Jk 

390mg) 

HC** (N- {2-£PD-4-[ (7-h HP + v- 6-^ h^->-4- + y 
U;U) t=fx)7i-;H -N" -yntf^^UT, 80mg) ,£»;&U2A (13 
8mg), iMaBO'flHH* (51mg) *N,N-^?;U*;UA7S K (lral) fcg 

mis8ox:T 3mam&Ltz. Kfcm£>mz7k$:to?L. ^pp^uA-yp/v- 

;i/ (3/1) TttttiUfc. WM*M7k&K*hU£AT?ft*RL, $JETj§&£ 

s*bTf§€>nfcSi$*. ^pp*;ua / ^^^-^•csM-r*HPLct«ko«[ 

'H-NMR (CDCh, 400 MHz): <50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m. 2H), 1. 8 5 - 2. 0 3 (m, 4H). 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz. 2H). 4. 38 (t, J = 7. 1Hz, 2H). 4. 86-4. 
94 (m, 1H). 6. 41 (d, J=5. 4Hz, 1 H), 6. 71 (s, 1H), 
7. 03 (dd, J=2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J=2. 
7Hz, 1H), 7. 31 (s, 1H). 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H). 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
H*»«fffi (ES I -MS, m/z) : 5 3 9 (M + + 1) 
HUMi 6 0 : N-r2-^aa-4- ({7-f4- (1H- 1 S^VlUl/) 

^h^->i-6-^ u;H 7x_;i/]-N' -yne;i/ 

frU7 

< 5 ^ 4 /-;K680mg), 1 -^O^E- 4 (0.93ml)> 3^tfF 
7^;U7> ; E-^A (lOmg), *«fctf3M7KKffc?-HJ£A#Jgift (lml) * 
7-th > (10ml) H»#L. 50'CTl8l^™#Lfc. E£ig£<»l;:zK£iDa.. 
*OD#;i,ATfflffiLfc. W«0£&*«B&* HJ* ATftjftL. Ml£Ti$$£ 

ML, (1- (4-^P07fW -lH-<$^/-JK 756mg) 
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Mm (N- {2-£nn-4-[ (7-hHD*y-6-^h + y-4-^; 

u;io ^y]7iun -n' -^De;i/»i7i/7> somg) .uafcau^A (13 

8mg), *«tUf*a^©^P B m (48mg) ^N.N-f/^^^UAJS H (lm 1 ) 
K?g®UorT3f^jf#L7c. £rt^£4toJ< £dd*;ua-7da 
(3/D -raaiLTc. WiMi7j(«th^AT^L, meet® 

$£@£LT#£>n£g|££, ^do*M / ^/-^TM^-f-SHPLCKJ; 
D*fSSL. ^H^b^^29mg, iRi$S28%Tf#7c. 

'H-NMR (CDCh, 4 0 OMHz) : <5 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m. 2H). 1. 8 3- 1. 9 5 (m, 2h), 1. 98- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J=7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s. 1H), 6. 97 (s, 1H). 7. 06 (s, 
1H), 7. 08 (dd. 3 = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz. 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s, 1H). 8. 26 (d. J = 9. OHz, 1H), 8. 46 (d, J=5. 
4Hz, 1H) 

mmmi 61 :N- (2-gcm-4 - {f6-^ h^->- 7 - 

-4 -^'/'J-W^x} 7i-M -N' - (2, 4-y7;l/ 
tQ7iZjl/) 7!x7 
ISCfl (N* - { 2 -^DD-4 -[ (7- t KD*->- 6- / h + v-4-^ 
t+y]7x-;H — N ' - (2, 4 -^7;^o7jc~;1/) 9^ 
7, 80mg) .k^U^A (I38mgh 4 - ^ d o *^;ut?' J >&&ig (4 
lmg) ^N.N-y^fM^AJSh' (lm 1 ) IC^L^i£Tl8fH?OT#L 
7c. SJftTH^tM^kSriP*., ^□□^;i^A-7DAV-;U (3/1) T'$tiiL7c. 
^$JI£*S7kfiit&:f- h U ^ATlt^L, $I£T&*g£gi£LT^£tl7c$££x 
-x^Tft^U M©{fc£$|£5 0mg. W52%T'f# 7c. 
'H-NMR (CDCh, 4 0 OMHz) : 6 4. 0 3 (s, 3H), 5. 46 (s, 
2H), 7. 03-7. 11 (m, 1H). 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d. J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H). 7. 61 (s, 1H). 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 57 (s, 1H). 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1H). 9. 30 (s. 
1H) 

jIMffJl 62 :N- (2 -7 □□- 4 - (f6-^ 7- (2-=E)lftV 

-4-^^-'/U-;l/l^-^-» 7iUl/) -N' - (2, 4-^7 
;i/^-P7x~;i/) VU7 

JECft (N* - { 2 P a — 4 -[ (7-th'D + y-6-^h^y-4- + 
**is]7 X.-M — N ' - (2, 4-/7MD7I-JW "7 U' 
7, lOOmg) ,^#11 -7 A (857m g). l,2-y7'Dtl^> (0.085m 1 ) £ 
N,N-v*3Ml/*JUA7S K (lml) \Z®ffi LM^X'l&mmmWLTz. SJ&ig 
^#JtC7i<£JD^, 7 0D*JUA-7"DAy-;U (3/1) TttffiL7t 0 

ft#U ^frW (N- (4- ([7- (2-7"D ; EXh4-» -6-*h*->- 
4-^^-yj-;U]^+->} - 2 -7an7x-;U) -N' - (2, 4-i/7;i/ 

tD7i-JH -71^7) *mtz. ES^U^A (l38mgK ^;U*U> 

(0.05ml) £N,N-v*^JU*;i/A75 K (lml) fl^fi? L^7£T 18 Steffi # 
Lit. S^^t){C7K£3tJP^. 7Pn*;UA-7'aA/ (3/1) TffltHbTc. 

□ d*;UA/^ J - frrmfflt ^HPLCt J; 0 ffiS! U ^©{|;&^£57m g > 

'H-NMR (CDCb, 400MHz):<52. 54-2. 63 (m, 4H), 2. 

8 5 - 2. 9 4 (m, 2H), 3. 6 6-3. 7 3 (m. 4H). 3. 9 7 (s, 
3H). 4. 2 5 -4. 3 2 (m. 2H). 6. 7 7- 6. 8 8 (m, 2.H), 7. 

09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 
2 5 7 (s. 1H), 7. 2 6 4 (s, 1H), 7. 44 (s, 1 H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. OHz, 1 H), 8. 56 (s, 
1H) 



WO 00/43366 



PCT/JP00/00255 



- 147 - 

Jfft##HI (ESI-MS, m/z):5 8 6 (M + + 1) 
mmmi 6 3 : N- (2 -^DD-4 - {f6~* h^->-7- 
yfutflri/) -4-*j-W=.Mttis) 7xZJl>) -N' - (2, 
7^D7i^) frU7 

MM (N- (4- {[7- (3-7'Dt7"D^y) -6-/ h*->-4-* 
^-VUnJU]^-+->} - 2-^OD7i-^) -N* - (2, 4->*7M07 
xX^) £1/7, 59mg) ,mmtHJ02± (857mgh *;i/*y> (0.043ml) £ 
N,N-y^fMM75h' (lml) K&&L£iSTl8l$P B 1jf £«S 
^W^K^UPA, 57DOMA-7'D/V-;i' (3/1) TttffiL^o *T££/f£&t 

'H-NMR (CDC13, 4 0 0MHz) : 5 2. 0 6-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m. 4H). 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H). 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H). 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd. 
J = 2. 7Hz, 9. 0Hz. 1H), 7. 28 (s, 1 H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s. 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
HStfflHI (ESI-MS, m/z): 6 0 0 (M + + 1) 
HDtWl 6 4 : N-r2-»PD-4- (( 6 h**>- 7 -f 3 - 
JlV^yi?/) -fart* is]- 4 =JV] 7i-;M-N' - (2, 

4-y7J^D7i^) OUT 

WM (N — (4- {[7- (3-7nt7D^-» -6-* h*->-4-4=- 
tVU-J^*^) -2-^DD7i-JH - N ' - (2, 4-y7J^D7 
x~;U) 9 1/7, 59mg) .j^&^U^A (l38mg). l-^)V\i^yV> (0. 
055ml) £N,N-^^*;UA7S K (lml) fc8fl?LgffiTl8llf |S3»#L 

7c» ^□□^;uA-yo/iy-;u (3/1) TfttaLfc. 
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'H-NMR (CDCh, 4 0 0MHz) : 62. 0 1-2. 12 (m, 2H), 2. 
23 (s, 3H). 2. 2 3 - 2. 8 0 (m, 8H), 2. 51 (t, J=7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m. 2H). 7. 13 (dd, J = 2. 7Hz, 9. OHz, 
1H), 7. 24 (d, J=2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s. 1H). 7. 4 4 (s, 1H), 7. 9 1-8. 0 0 (m, 2H), 8. 2 

1 (d, J = 9. OHz, 1H). 8. 56 (s, 1 H) 

65 : N- {2-£na-4-r(7 - { 3 — r ( 2 - b H P^->X^;U) 
(*<?)V) 75yi^P^^^} -6-^ h^->-4-^^-7U-;|/) ^->17 
x-;l/} -N' - (2, 4-y7MD7irJI/) frl^7 

mn (N- (4- {[7- (S-myo^y) -6-^h + ->-4- + 
•r^V-fr]**^) -2-i'D07xr;W -N' - (2. 4-/7JWP7 
x— 59mg) ,#ft;frU£A (l38mg)> 2- (^WKTSy) X 
(0.040m!) 5N,N-^fMM7 5H (lml) fciStfUM'Tl 

'H-NMR (CDCh, 4 0 OMH z) : (5 2. 0 6 - 2. 1 6 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t. J = 5. 1Hz, 2H), 2. 65 (t. J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t. J=6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 28 (d, J=2. 
7Hz, 1H), 7. 37 (s, 1H). 7. 48 (s, 1H), 7. 96-8. 0 
6 (m. 2H), 8. 26 (d. J = 9. OHz, 1H), 8. 59 (s, 1 H) 
MmfttfW. (ESI-MS, m/z): 5 8 8 (M + + 1) 

mmmi 66:N-r2-£DQ-4- ({ 6 — ^ h^~>-7-f2- (4-^9- 

)V\m?s) xh^->i-4-^y 7x-;l-i-n' - (2, 4 

HC£f (N- (4- {[7- (2 -7'D ; &lh4x) ~ 6 h*->- 4 



WO 00/43366 



PCT/JP00/00255 



- 149 - 

V)V]Or*ri/) -2-^OD7i-;W -N' - (2. 4-y'7M07xZj!/) 
"7l/7> 50mg) .m^'J^A (l38mg), 1 - ^)V\f.^y -y> (0.055ml) 
£N,N-v;*3 L ;i'*Jl'A7S K (lm 1) \Z®mhm&-?imm®.WLtz. Kfo 
msmzykzijuz.* $nu*)\,k-zrun;-)V (3/D T»ffiL7c 0 WfllJI 
h U tfATftiftU «J£Ti$»£f^LT$5ftfc»££x-x;U 

'H-NMR (CDCh, 4 0 0MHz) : <5 2. 31 (s, 3H). 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d. J = 5. 1Hz, 1H). 

6. 8 5 - 6. 9 6 (m, 3H), 7. 12 (d-d, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H). 7. 47 (s, 1H), 7. 9 4- 8. 0 3 (m. 1H), 8. 
25 (d, J = 9. 0Hz. 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
jfrSSflUl 6 7 : N- (2-gPP-4-r (7- (2-f 

-N' - (2. 4-y7^D7x-Jl>) frU7 

m& (N— (4- {[7- (2-7 , D€XF + y) -6-* h*->-4-*/ 
ij;i/]^-+->) -2-^OD7xX;P) -N' - (2, 4->'7WD7iZ^) 
•7U7. 50mg) .gt&fc'JtfA (l38mg), 2- (/WS/) JL$J-)V 
(0.040ml) £N,N-v*3 L ;MO'A7= K (lm I ) t**LMTl8»M 
JEfSfi^ttKTkfcJn*., ^Da^A-7"D/V-^ (3/1) Tffl 
ffiLifc. W«JB*»G*liiiSBS±HJ2AT£fcU «ET»l«£B£kTfce>ftfc 
a**X-^;PT*»L. 3ElSO{k^«j&48mg, 1X¥97%-Cf#fc. 
'H-NMR (CDCb, 4 0 0MHz): fi2. 44 (s, 3H), 2. 71 (t, 
J = 4. 9Hz. 2H), 3. 02 (t. J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H). 4. 27 (t. J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H). 6. 8 0 - 6. 9 3 (m, 2H), 

7. 11 (dd, J=2. 7Hz, 9. 0Hz, 1H). 7. 19 (d, J = 2. 
7Hz, 1H). 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1H), 8. 
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25 (d, J=9. 0Hz. 1H). 8. 48 (d, J = 5. 1Hz, 1 H) 
mmmi 68 :N- (2-£DD-4- If 6-^ h^->-7- Q-^fr'J 

yyp^y) UJkH±id Z*^Jk> -n' - (2, 4-v7;i/ 

®# (N— (4- {[7- -6-* h^->-4- + 

;u;i/]t=iry) -2-^nP7i-;w -n' - (2, 4-/7M071Z 

;U) 2 1^7. 50mg) .Ki^'JOA (l38mg)> ; E;U^'J> (0.044ml) £N, 
N->7fWM75H (lml) Cg#l/MTl8P3raa#Lfc. K*iS^ 

ttc^sin*.. *7uu*)Vj±--7un; -)v (3/1) -ettmLfc. 

'H-NMR (CDCIj, 4 0 0MHz) :<52. 06-2. 16 (m, 2h). 2. 
43-2. 51 (m. 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4 - 6. 9 3 (m, 2H), 
7. 06 (s, 1H). 7. 12 (dd, J=2. 7Hz, 9. OHz, 1H), 

7. 22 (d. 3 = 2. 9Hz, 1 H), 7. 42 (s. 1H), 7. 47 (s, 
1H). 7. 9 5 - 8. 0 4 (m. 1H), 8. 25 (d, J = 9. OHz, 1H), 

8. 48 (d, J = 5. 4Hz, 1H) 

HflSffill 6 9 : N- (2-770D-4- (f 6 H^->- 7 - (3-bT'jy;i/ 
^^^-» -4-^/ij;i /1 ^-» 7x~;l/) — N ' - (2, 
7x^Jk) -71x7 

N- { 2 -^□□-4-[ ( 7 - t Ho^y- 6-^ h + y- 4 - + 7 U 
t^y]7xZM -N' - (2. 4-x7;i/^-0 7x-JI/) V VT (55mg). 
^K^U^A (31mg). KJM* (22mg) £N, 

?MM7 5H (lmi) \z®mi» somrmmmwLtzo ®i£T®i$z%£ 
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'H-NMR (CDCh, 4 0 0MHz) : <5 4. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H). 
7. 10-7. 1 6 (m, 2H). 7. 3 1-7. 3 5 (m. 1H), 7. 4 8 (s. 
1H), 7. 54 (s. 1H), 7. 86 (d. 3=7. 8Hz. 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m. 1H), 8. 32 (d. J = 9. 0Hz. 
1H). 8. 42 (s, 1H). 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1 H), 8. 7 7 (s , 1 H) 

mmmi 7 0 :N-f2-gDP-4-({6-.?thfrS'-7-r2- (1H-1, 2, 

3- HJ77-JI/- 1 M xh^>i-4-^;'JM £*±1 

N' - (2, 4-y7MD7i-Jl/) *}V7 
N- (2-£nn-4-[ (7-t Ha+->-6-^ h + ->-4- + /"j;i>) 

t+y]7x-JH — N' - (2, 4-y7MD7xZ;W £1/7 (55mgh 

m.w.t>wi* (3im g ), 2- (lH-i. 2, 3- h«j7V-ju- 1 --r;u) X 

^jl/ 4-^^- 1 -^>-£>Z)l'*i— h (36mg) £N, N-5>*^# 
;UA75 K (lml). fciSWU 80«Tl«fM«#Lfe. MJ£T?g$£@£LTf# 

£ □ □^;UA^^»7KEf l ^^- h U ££Tf£»U «JETiSMII£gSLTl#&*'lfc 

'H-NMR (CDCh, 4 0 0MHz) : 6 4. 0 2 (s, 3H), 4. 53 (d, 
J = 4. 9Hz, 2H), 4. 95 (d. J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. OHz. 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H). 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. OHz. 1H), 8. 49 (d, J = 5. 4Hz, 
1H) 

nm&n 71 :N-(2-*h*->-4-([6-*h^x-7- Q-^fr'J 

/:7ptf=fr*» - 3-*->} 7xx;u) -N' -yabf;i/^lx 



7 
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N-4- [(7-tHo*->-6-^h*->-4-^!/U=;W **S/] -2 
h4->7i-JH -N' -yotf;U^I/7 (lOOrag), TO'J'JA (1 
38mg), 1, 3-^Dt^>(5 6rag) £N, N-y^?»A7 
SH (5ml) H««LMT3RFH}ftitUfc. »BET»Mf«**Lfc»&ttfc 

^$ti7K^iin^. i7Do*M/2-yD;v-^ (4/1) T«ffiLfe. 

;i/TBfc&L, N— (4- [7- (3 -7d ; E7"D#3 1 -» - 6 h + ->- 4 - 
s^/UnJU] ^^-2-^h*y7x-;H -N' -7u 0/7l/7£ 5 3 
mg, iR^4 1%T't#fe. N- (4- {[6- (3-^DtyD^-» -7-* 

h^<>-4-^yu-;u] -2-^po7x-;u} — n' -7'otf;i/ 

71/7 (50mg), ttM^U^A (60rag). N-^JUtM^ v>> (100 
Ml) £N, N-y^^MA7SH (2ml) HS#LMT? 1 6P5Mltt# 

LTf# sn/tas * 9 o o*;kk/* * y -;n?jgwrs •> u tWu? □ 

'H-NMR (CDC 1 3 , 400 MHz): (50. 97 ( t , J = 7. 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H). 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m. 2H), 4. 6 2-4. 6 4 (m, 1H), 6. 65 (s. 1 H), 6. 7 
9-6. 85 (m. 2H). 7. 33 (s, 1H), 7. 53 (s, 1H). 8. 1 
0 (d. J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
3t*#«ffit (ES I -MS, m/z) : 5 2 6 (M + + 1) 
SIMflll 7 2 : N- (2, 4--77;M-rJ7x-;i/) — N' - (2-* h^v- 
4- {[6-* h*->- 7 - (3- : E;Ms'J/7 , P*frfr-» - 4 -^^-'/'J 
7x~;U) 7U7 

N- (2, 4-y7J^D7x-;l') -N* -4- [( 7 - k H P*->- 6 - * 
h^->-4-^^-V*U-^) **^] -2 h + ->7x~;i/7U7 (3 7 5m 
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g), mktlWJ* (4 4 2mg). 1, 3 -zs-Ju^-Jurt^ (2 4 2mg) £ 
N, N-v^JU^ATS K (5ml) fcS^LMT 3 mffl&WLtz. MJE 

frU N— (4- [7- (3-yp^yD^^>/) -6-^ h + ^-4-+^-y 
|J-;H t+^-2-^h+^7iZ;H -N* - (2, 4-/7M07i^ 
^1^7*2.1 Omg, IR^ 4 5%Tf#7c. N- (4 - {[6 - (3 -Zfu^-J 
□ - 7 -2-^DD7i-JW 

-N" -yntr;U«>U7 (13 Omg), HJX?;P75> (0. 5ml), 
*ij> (0. 5ml) feN, N-y^^l/^JSK (4ml) Ic&ffLtt 

^A7j<}g^$inx.^ OD^jUATfflai Lfc. h U 7ATSi 

2 XTHt. 

'H-NMR (CDC I j , 4 0 0MHz): 5 1. 9 7 - 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m. 2H), 3. 58-3. 60 
(m. 4H), 3. 88 (s, 3H), 3. 98 (s. 3H). 4. 25 (t, J = 
6. 3Hz, 2H), 4, 2 7-4. 3 1 (m, 2H), 4. 6 2-4. 6 4 (m. 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H). 7. 03-7. 
0 7 (m, 2H), 7. 2 8- 7. 3 4 (m, 1H), 7. 3 8 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m. 2H), 8. 55 (s, 1H), 8. 
7 4 (s, 1H). 9. 1 8 (s, 1H) 
8S##rfii (ES I -MS. m/z) : 5 9 6 (M + + 1) 
HMffJl 7 3 : N— (2 h^->-4- (T6 h^->- 7 - (3 -^M* 

ijyyp^^-» -4-4y'j;Wy) 7i_^) -n' --^um^vt 

mm (N — {4-[ (7 -t h^->-4-+y u;M 

- 2 h+y7i'M — N ' -yDtf^l'T ', 80mg) ,&K;&'J£A (l 
38mg), 1,3 -/7d : E7"d;0 (0.10ml) $N,N-y^fJWl/A7 5 K 
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(lml) lc*tfLMTi8l*imj!#Lifc. El&B£4feK:**;!Hl*, ZnnfrjV 
A-7urt;-)V (3/1) TttffiL/c. ^MSr^KSii^^-h'J^ATi^L. 

j^g^U^A (l38mgh ; t;l'*»J> (0.040ml) $N ( N-y^fMM7 = F 
(lml) {Zj§^L^STl8B#rp1^L^o S^^tzK^iJD^., ^DD*^ 
A — 7nrtJ —)V (3/1) TJflaJLfc. ^tH^^*7XM^-h U^AT^l, 

Mjeti^ l xf# e, n££§ ^f^^oo 7fr;i/A/ y ^ y -^TJumT -s -> u 

fz. 

'H-NMR (CDCls, 4 0 0MHz) : <5 0. 9 5 (t. J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H). 2. 55 (t, J = 7. 3Hz. 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz. 2H). 3. 6 7 -3. 7 2 (m, 4H), 3. 
81 (s, 3H). 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, 3 = 2. 4Hz, 1H), 

6. 76 (dd. J = 2. 4Hz. 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H). 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5. 1 H z , 1 H) 

mmmi 74 :n- (2-yF^:>-4- (r6 -y b*->- 1 - u-bru'y 
;uy - 4 -^y u;i/i^^->} 7x-;i/) -n' -^Dbr^^^T 

JK** (N- (4-[ (7-tHD + y-6-^^y-4- + yg;i,) 
- 2 -y h + y7xZJH -N' -;/Dt:;i^l/7, 80mg) ,»'J^A (1 
38m g), 4-^nDy^;Hf 'Jy^Iit (48mg) i&N,N-^y^;i/*;UA 
75 F (lml) Hig^L£&T'18i$P^#Lfco £tf^£W;:7j<£Jn;L, 
□ (3/1) T'JfcfcbLfc. ^®^M7Xg!t^^hU^AT 

&J£U ^/£Ti§&£g£LT#e>ft£3i££. □ D*;uA/y * y -;n?n 

^-r-SHPLCUcfcO^glL, ^llroft^^esmg, JK^67%Tf#7c. 
'H-NMR (CDCIa, 4 0 0MHz) : 5 0. 9 5 (t. J = 7. 3Hz, 3H), 
1. 5 2 - 1. 6 9 (m, 2H), 3. 24 (dd, J = 7. 3Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H). 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H). 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d, 3 = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s. 1H), 7. 42 (d. J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmmi 7 5 : n-x^ju-n' - (4- ue-* h^->-7- (2— =e;u» 

ijyxh^-» -A-*J*)Mttz/) -2, 5 ->7fJl/7xZj|/) 71/ 7 
mn (N-X^;i/-N' - {4-[ (7-kh'P+->- 6-^h + ->-4- + 
2, 5-v^^;U7xXJH 7l/7. 76mg) ,&K#'J«>A 
(138m g), l,2-v^D ; EXiS'> (0.085ml) ^N,N-y^?MM7 5 
H (lml) i:»»LMTl8Rfra«*^Lfc. K*H£*fc*&ln*.. ^od* 
jl/A-yo/V-^ (3/1) T'fi&ffibfc. *T«JB&*!i#«EK:*- 
U MJ3ET?§^^@SLT#btlfc?J$^x-^;UT?5fc^L. ^Hf* (N- (4 
- {[7- (2-7n ; &Xh*-» -6-* H*->-4-*/'j;i/pM^» -2, 
5-y/?^7i-JW -N' -X^^^l/7) +IH#, 
(I38mg), ; E^*U> (0.044ml) ^N,N-y^f F (lml) C 

)V (3/1) TififcBLfc. *«Jl*M7Ktti6^h'J^ATe*SU. WflETSaS 

U &]S©flS#8lS:72mg, »73%Ti#fc. 

■H-NMR (CDCU, 4 0 0MHz) : <5 1. 10 (t, J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 5 3 - 2. 5 9 (m, 4H), 
2. 88 (t, J = 5. 9Hz, 2H), 3. 2 0 - 3. 3 0 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s. 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H). 6. 16 (s, 1H), 6. 2 
3 ( d> j= 5. 4Hz, 1H), 6. 88 (s. 1H), 7. 35 (s. 1H). 
7. 40 (s. 1H), 7. 50 (s, 1H). 8. 38 (d, J = 5. 1Hz. 
1H) 
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mmmi 7 6 : N-T4- ({ 6 -p* h*is- 7 -f 3 - (4 - ^^M^V J) 
7p#^->1-4-^7 U;l/} ^^^) -2, 5-/^^7xZJH-N' -7 

is** (n- {4-[ (7-t kp^->-6-^ h+->-4-+y u;u) 

-2, S-v/^^^x-Jl/} -N' -yotf^^UT, 80mg) JJK* 'J £ 
A (I38mg), 1, 3 -v^P^yp/^ (0.10ml) £N,N- v*3\N/7fc;kk 

u*)V&--7urt; -)V (3/1) TtttBLfc.. #«Ji***aK^-MJ^AT 
?£*&U «ET8&&e5SLTftSftifc8£<£, X-x;UTftfrU (N 

- (4- {[7- (3 - 6-/h+y-4-+;g;^ 

->} -2, 5-y^f^7i-;W -N* -7Dt?;i^U7) *M# 4 
0iB8#U£A (I38mg). 1 -/5 1 ;i/tf^^v> (0.055ml) *N,N-5>*^ 

H dml) fcS*LMTi8tflHHl#Lfc. Efcffl^ttfc****, 
^□□^;UA-yn/iy-^ (3/1) taaibfc. WM£&#ifi8S:?-HJ£ 

ft^^S33mg, JR^31%Tf#fc. 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 91 (t, J = 7. 6Hz, 3H), 

1. 5 0 - 1. 5 8 (m, 2H). 2. 0 7 - 2. 2 0 (m, 2H), 2. 12 (s, 

3H), 2. 23 (s, 3H). 2. 28 (s, 3H), 2. 3 3 - 2. 7 0 (m, 

10H), 3. 21 (dd, 3 = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 

3H), 4. 24 (t, J = 6. 6Hz. 2H). 4. 64-4. 76 (m, 1H). 

5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6. 

95 (s, 1H), 7. 3 9- 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 

42 (d, J = 5. 1Hz. 1H) 

SSft-flrM (ES I - MS, m/z): 5 3 6 (M* + 1) 

mmmi 7 7 : N- (2, 4-/7KD7x-^) -N' -f4- ({6-^ h 

^->- 7 -f2- (1H- 1 , 2, 3-MJ7 , M-l- < fJP)lh4->l-4 

-^yj;u} j^>0 -2, 5 -mTfryiL-MOVT 

fflft (N — (2, 4-y7MD7i"JW -N" - (4-[ (7-hh'P* 
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->-6-* h+->-4-+y y;w :**->]- 2, 5-v^5 L ;P7x-;n 

7, 93mg) .^KA'J^A (138m g), 2- (1H-1. 2, 3-HJ7V- 
)V-1-^)V) 4 \-^>M>7.)V7*±-b (52mg) £ 

N,N-y/fM^A75 H (lm 1 ) Hig8?L80 , CT 5 WJf#bfc„ Ef&jg 
£4&fc7K*in;t, ?dd#K-^;-A (3/1) TtttfiLfc. tli^ 

;PA/^^y-JUTJSBBT$HPLCH«J:0»SlL. Sffl0^ttS33mg. iR* 
30%T?t#fc. 

'H-NMR (CDCb, 4 0 0MHz) : 6 2. 10 (s. 3H), 2. 19 (s, 
3H), 4. 01 (s. 3H), 4. 51 (t, J = 4. 9Hz, 2H). 4. 9 
3 (t. J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d. J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, 1H), 7. 
36 (s. 1H), 7. 58 (s. 1H). 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 9 9 (s, 1H), 8. 08 (dd, J = 9. 3Hz, 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1Hz, 1H) 

mmmi 7 8 n' - (2 -^□□-4- (f6- / k^->- 7- (2 -^)v* 

ijyih^-» -4-*1-VV=.M**'» 7x~;U) -N, N-y*5^l/fr 
U7 

JR& (N* - |2-^od-4-[ (7-kFD*->-6-^h*i'-4-* 
^-»/U=;W ^v]7xzM -N, N-5>*^;i>9t/7» 80mg) ,^§6* 'J 
7 A (138m g). 1,2 -S^> r D ; EX^> (0.085m 1 ) £N,N - z?*f-)V-fc)VJ* 
75 H (lml) JC}S*LMTl8»*MjJ8MiLfc. Efcil£*k:7K*jbnA. 
□ ^;UA-7'OAV-;U (3/1) TfflmLfc. G®m&m*ti5M1- b "J fAT 

- (4- {[7- + -6-/h + v-4-WJ-;^ 

+ -2-^P07xx;i/) — N, N-^/^;U7l/7) f'IBH*:, 
B6*'J7A (I38mg), ^&;i/^U> (0.043ml) £N,N - 5?^fMM7 5 K (l 
ml) fcS*LM"T?-lftft#Lfc. K*«^*K:*«:lPA., £na*;UA-7* 
n/V-;i> (3/1) TfflmUfc. ^^1^^7XSS^^ h 'J 3AT&&U MJE 



WO 00/43366 



PCT/JPOO/00255 



- 158 - 

T?§&£®£ LTft & □ n*»A/** /-;PTg|«TSHPLC£ 

'H-NMR (CDCh, 4 0 0MHz) : 5 2. 58-2. 66 (m, 4H), 2. 
9 0 - 2. 9 8 (m, 2H), 3. 08 (s, 6h), 3. 7 0 - 3. 7 9 (m, 
4H). 4. 02 (s, 3H), 4. 2 9-4. 3 7 (m, 2H). 6. 97 (s, 
1H). 7. 15 (dd, J = 2. 7Hz, 9. OHz. 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8.6 0 (s, 1 H) 
HS##tM (ES I -MS. m/z) : 5 0 2 (M + + 1) 
^fflll 7 9 : N' - (2-^DD-4- (f 6 h^->- 7 - (4-^EJUft 
Uy^h^v) -4-^± > /'J-JUl^-^->) 7x.~M — N, N-y*?-;i/fr 

®# (N ' - {2-^oo-4-[ (7-th'n+J/-6-^^-4- + 
t!/'J=JW t^y]7i-;H -N. N-vj^I^UT, 80mg) .DHfefcU 
£A (138m g). l 1 4-y'7'D : E7'^> (0.12ml) £N,N-y7?Mil'A7 
5H (lml) Ci8#LMTl8K&raflK#Lfc. £J&S#tttw7K£iDA, 9 uu 
•&)V2*-'7ur\J-)V (3/1) TtttilLfc. tiI^l7«ithUC7ATS 
J&L, »JET*«*9*LTfll6nfc»**i-T-;UT«6#L. tfflfr (N ' - 
(4- {[7- (4-7'D ; E7'h + y) -6-/ h + ->-4-+^-yj-;i/]^ 
->} -2-i'BD7i-;W -N, N-v^^;i"^ly7) *M#, m& 

#'JOA (I38mg). : EJU*'J> (0.043ml) SN.N-^^f **M75 K (l 

ml) CSKfLSjaT-fta^I/ft. R«S^«itc**JiDx.. ?no*;i/A-:/ 
urtS-)V (3/1) T^aJLTi. M^i/Jc^th'JC'AT^b, «BE 

j:onnL. a*o{k < &**47mg. iR$44%T*f#fc. 

'H-NMR (CDCh, 40 0MHz): fil. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9-2. 5 0 (m. 4H), 3. 67 (s, 
6H). 3. 6 4 - 3. 7 5 (m, 4H). 4. 02 (s, 3H). 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H). 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d. J = 9. 
3Hz, 1H), 8. 5 9 (s. 1 H) 

mmmi so :n' - (2-^dd-4 - (r 6 — ^ h^->- 7 - u-^u v 
-4-^± > /u_;h^-» 7x-;i/) -n, n-s^tmi^u 

7 

IK** (N' - { 2 -£DD-4-[ (7-tFD^y-6-^h + y-4- + 
^VU^JU) ^y]7HJH -N, N-^*3\M/2U7. 50mg) .jk^'J 
£A (l38mg). 4 □ □ If U (49mg) £N,N-v*^;U 

*;UA75 h* dm 1 ) iZ®mL£i&T'l8mmmftLtzo Km^mZ7K^tuX, 

^DD^ji/A-yp/NV-ju (3/D -zmihLfc. tti^K^th'j'? 

AT^L, $EET?£$£g£ LTib^SS *2 u u*)lh/ * ? J —JVC 

'H-NMR (CDCh, 4 0 0MHz): 5 3. 07 (s, 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s. 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz. 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz. 1H). 8. 58 (s, 1H), 8. 63 (d, J = 
6. 1Hz, 1H) 

JtS##rM (ES I -MS, m/z):480 (M*+ 1) 

HiSEflll 8 1 : 2 - {f4- (3-^DD-4- (f (y/WS/) 

ft;i,tf-;H75 7} 7i^-» -6-* h^->- 7 -^^-^u 

IBCft (N' - { 2 -£PD-4-[ (7-tFD^y-6-/h*y-4-4 
^-yiJz:;U) ^-+->]7x-;H -N, 50mg) ,mS^ U 

Oh (l38mg), ^D^IfiX^ (49mg) i&N,N-y^f MJI/A7 5 H (l 
ml) fzig^L^T'i8^F B TO^L^„ S^-&^{C7X^*PA. £do*;ua- 
yo/V-^ (3/1) TtettibTc. TO/i^^7K^^ hU^AT^L. M 

eet m m £ l x % b ntc m £ £ 2 □□ a / * * / - ;utji ? 5 hplc 
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CfcOttJBU *H©{fcattfc37mg. JR2£60*T$jfc. 
'H-NMR (CDCh, 4 0 OMHz) : 6 3. 0 7 (s, 6H). 3. 82 (s . 
3H), 4. 06 (s. 3H), 4. 87 (s, 2H>, 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s. 1H), 8. 36 (d, J = 
9. 0Hz, 1H), 8. 6 0 (s. 1 H) 

mmmi 8 2 : N' -f2-^DD-4- (( 6 h^->- 7 - f 3 - (4-pt 
^^7->V) yD^^v1-4-^r^- > /»J_;U} 7IZJM-N, N 

mn (N ' - { 2 -^□□-4-[ (7-t Ko + ^-6-^ 
^l/U^P) t+y]?!-^} - N, N-v*? c ;!/'7U7. 400mg) ,m^7J 
U^A (966mg). l,3-y^D : E7 , DA> (0.51ml) £N,N - v 5 ;*^*;!/ 
(5ml) tig^U^faTl8B#^»l.^„ £^£#H;:7j<£Jn;L £ 
OD^;PA-7*o/ty-A (3/1) TtttULfc. W^M^^JcM^-h'J^A 
T§£4&U ffi!£Tm%Z%£LTm$ntzmZZJL- : r)\'-C&t&L> tpfflfo (N 
' - (4- {[7- (3-ZTn=E^n^'» -6-^ h^->-4-+^-yj- 
-2-^DD7x-;U) — N, N-vpWUtfU-T) £398mg, JR 
^78%T1#^„ +r B m (51mg), »U9A (l38mgh l-^?JHf^7y 
> (0.055ml) ^N,N-y^WA7$F (lm 1 ) IZfeM L^igTl8Pf M 

jg#L£. (i7jt£2ra;t, ^□□3JnJI/A-7"d/i/-;u (3/i) TfE5 

S^^X-xT-UTftfrU £46m g . «85%Tf#7c. 

'H-NMR (CDCh, 4 0 OMHz) : 62. 0 6- 2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 3 0 - 2. 6 0 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1 H), 
7. 15 (dd. J = 2. 7Hz, 9. OHz. 1H), 7. 29 (d, J = 2. 
7Hz, 1H). 7. 30 (s. 1H), 7. 48 (s, 1H). 8. 36 (d, 
J = 9. OHz, 1H), 8.5 9 (s, 1 H) 
Kfi##HI (ESI-MS, m/z): 5 2 9 (M + + 1) 
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HMffJl 83. -N' - {2 -^OD-4-r (7- {3-r (2-bHP^>If 

;u) (pt^ji/) 75/i7 , ntf*-» -6-^ h^->-4-^^-7'J-;i/) :t*->i 

7x-;W -N, N-zS*?)W)s7 
mU (N' - {2 -£DO-4-[ (7-hHD + y-6-/h^y-4-4 : 
^y]7iUW — N, N-f^^^^UJ. 400mg) 
'J7A (966mg), 1,3 -> ? 7*D ; E7'D/1> (0.51m 1 ) ^N.N-v^^U^U 
A7S K (5ml) fc8#L£ircl8l$ra»#Lfc. EJ£iS£«lK:*£iD*., 7 
□ (3/1) T-$£ttL£. ^ttUffcfcTKS&SW-HJtfA 

t&»u «ETis«E«:e*LT»6nfca**x-x;uT?a:»L» *m# (n 

• - (4- {[7- (3-7*Dtyo^y) -6-* h + ^-4-+^-yj- 
;U]^-=\r->) -2-^DD7i-JW — N, N-->7f;Wl/7) £398mg. «R 
^78%T*t#7c. (51mg), ^HfcUtfA (l38mg)> 2- U3MI/75/") 

X^y-;l^ (0.040ml) &N,N-y^fMM75h* (lm 1 ) tCiS*LM 

-xri8i5MI*#Lfc. KfSi!B£ttK:**ln&, 7od*;|/A-7'dav-;1/ (3/ 

ftfinfcaSSl-f^T^l. Sja©ffc£ft£49mg, W97%T#7c. 
■H-NMR (CDCb, 4 0 0MHz) : <5 2. 0 1-2. 11 (m. 2H), 2. 
25 (s, 3H), 2. 52 (t. J = 5. 1Hz, 2H), 2. 61 (t. J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 

H), 3. 98 (s, 3H), 4. 23 (t. J = 6. 6Hz, 2H), 6. 92 (s. 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s. 1 H), 7. 44 (s, 1H). 8. 3 
1 (d, J = 9. OHz, 1H). 8. 54 (s, 1 H) 

H*#flHI (ES I -MS, m/z) : 5 0 4 (M + + 1) 

HffiffJl 8 4 : N- (2-7an-4-([6-^h^'>-7 - (3-kf^'Jv/" 

7'P#=E-» -4-^t'yj-M t^tkl 7xx;P) -N' -^;U7lx7 
N-{ 2 - 70D - 4 -[(7 -t Ko + ->- 6 h + y-4-+t7'J-;W 

^-^v] 7i-JH — N ' -*J-)WV7 (2. Og) £N, N-v^^J^JU 
(5 0ml) ML h >J 7xx;U*7s 7 ^ > (2 . 8g), t^'J->* 
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y-faxy-)i> (0. 9g), -JX^^T'/^tlM^^y-h (1. 9g) 
^□y\V-;P(0. 6g). ylWV-^M4y7-h (1. 9 g) 
t7un*s)lJ±/*$ (2 0/1) rmmt?>-> ] )tiy)Vi7D^hify7^ 

'H-NMR (DMSO-d«, 4 0 OMHz) : 6 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m. 4H), 1. 9 6- 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J = 4. 6Hz. 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. OHz, 1H), 8. 55 (s. 1 H) 
KM^tfrM (E S I -MS. m/z): 5 0 0 (M + +l) 

H;6£ff|]l 85 :N - (2-»PP-4-([6-^ h**>-7- 

yatf*^) -4 ^->} 7x-^) -n' -x^i/fru^ 

N-{ 2 -^no-4-[(7-kHD+->-6-^ h^->-4- + ^-yU^;U) 
7x^iH — N ' -X^;U>7l/7 (2. 7g) £N, N-:/^;i/*;U 
A7SK (3 0ml) tiS»U hU7i-WX7-f> (3. 6g). fcT^'Jv 
/7'D/V-iKl. 2g), ylfH'/y^J^y^-h (2. 4g) £i£ 
jQLTc. 2P#raMT&#&, hU7x-W77^>(3. 6g). t^'JvV 
7"D/V-;K0. 8g), ylW/x*jH+y7-h (1. 9g) 

^□□^;uA/^^y-;u (20/1) Ta^T&vU#y;^pvh^74' 

-fc«fc9««U aa©ffc£ttfcl. 5g, IR#4 2XT**&. 
'H-NMR (DMSO-do, 4 0 OMHz) : 5 1. 08 (t, J = 7. OHz, 
3H), 1. 3 8-1. 4 1 (m. 2H), 1. 4 7 - 1. 5 3 (m; 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H). 7. 23 (dd, 3 = 2. 7Hz. 9. 
0Hz, 1H), 7. 37 (s, 1H). 7. 47 (d, J = 2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1H). 8. 5 5 (s. 1H) 

HfifrflrM (ES I -MS, m/z) : 5 14 (M + + 1) 
mmmi 86 :N- (2 -£pd-4- |[6-^h^->-7- (4-tfUvMM 
-4-^yj;U] ^->} 7x-;U) — N ' - (2, 

N— {2-2UU- 4- [(7-kHo + y-6-^ h + ->-4- + ;ij;W :t 
+ 7xZJH -N* - (2. 4-77^071-^) (5 5mg), 

mmtl 'J? A (62mg), 4 - (^DD/^) tf 'J (2 2mg) £ 
N. N-y^fMM75h* (lm!) lljg^L 8 0 lU^^LAc. Z$ 

'H-NMR (DMSO, 4 0 0MHz):3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m. 1H), 
7. 2 5 - 7. 3 7 (m. 2H), 7. 4 7 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d. 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1H) 

Kfi#flTfi£ (ES I -MS, m/z) : 5 6 3 (M + + 1) 
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^a^-rtl:i5HTEGM-2Si D^f-f DBtA) T 5 0 ~ 

7 0%D>7;UX>h<h^S*T^L. |W!^S!5T9 6 ^xJl^&y^- 
^7x;H. 5X101TI1UC 3 yCTHftig^Lfc^ ig*t!»£0. 5% 
£->J£fflftim£'atfEBM- 2Jgfiffi (^□^x^^^a«kt)]«A) ££&L2 4 
i$F*li&^ L, ft . v * 3^7. JU** -> K tig* $ it fcttBM&H £ £ ^ xA \zmu L 
T3 7tTMt: mSIH&fcbfc. k Kffl^ttASiliiffrt&iSSIH^ (ETF. VE 
G F <hB§T) 5 Ong/m 1 J:3 fcSSinU 3 7t:T8»M. 

mi&zmmvrza mmzmzLmmzv >&mm<kW'ki&7k ( P h7. 4) -er5t 

i*Lfc£. (UTritonXlOO, 2mM^hA'tyM 

^-hU lmMI?U>^7$>4ilf»2th U£A£^tf h yx»«£g 

^Jg*(pH7. 4)) £1 0 /zlgsiOLfc. 4TCTlRFraS5SUTJBBIS*Pj»ft 

8SiPb«fc<S^Lfe. C10?§^2 m 1 &PVDF7^M-l:h'7 K^Dy 
SdtT?fR^^it.c:07W^^-tt5^Tla5 L o->>U >mtM A P KJa&CSI 

•J >^t$nfcMAPKl$f>yh/-^-T^iL, tt**K##«ETT 
OVEGF8&inK«fcS l J>K<bMAPK*£l 0 0%, #8MfeJN3«fctfVE G F 
##STT» 'J >8HbMA P KM£ 0 % t Lt» tt»ttH#ftTT® 'J >B6<tM 
APKM#*fc. C©'J >88<tMAPK*t«kOMAPKOSttfl:*5 0%|fi 
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mmU»M2 : EL I S Afe^l^KD R 'J >BKfcBggft®«!l£ 

thKDR*h7>77i^y3>UcNIH3T3 i£fflJ!&(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")*: 5 *£K#*-f >*a^-^l*3C*V»T 1 0 %V isfeftMUZ^tSD 
MEM^itS (GIBCO B R L 0$§A) T5 0~7 0%D>7J1/X>hi 

5 x 1 OWwe 1 1 ttzZ£?\zmmL3 7tTl|g 

o. i %^'>nh^]km : &^DMEummz^v, vt^ivxiv** 

-> K iSfi? 2 £ * £ x ;U CtfibD L T 3 7 *CT?K Id 1 BMttlt L- It . 

k hM^M^^^li^H^ (KT> VEGFiBS-T) ^WlOOn 
g/m 1 tASi^taSinL. 3 7*CT2»RiaBJfi**!l*Lfc. ««SSI^*Lffll 

ussy >a&»«±s&*fi* ( P H7. 4) T-m®'&, *im<mmis. (2 0mM h 

EPES (pH7. 4). ISOraMNaCl. 0. 2%Tri tonX-10 
0. lOXGlycerol. 5mM t^h/tT-^Att h U 5mMlf' 
l/>y7$>4W2th l J7A. 2raMNa < P 2 0,) J50(iliJDL 4 
t:T2i$f^iILTiifflM&aj&£P§?L£. 

EL I SAffl7^^D7"l/-h (Ma x i s o r p ; NUNCtt«k 9JSA) £ 
5 m g /m 1 CDjfi phospho-tyrosine irift (PY20 ;Tran 
sduction Laboratories 0 ISA) £^tf U >^Mir^ 
SfttfWc (PH7. 4) £ 5 0 1 iDAT. 4t:Tllft»BUH^b&ff^fc. 
;/U-h£ft#L-£m. 7'D'; + >^ 3 0 0 m 1 ^JTOl/M"C2l^fBI»fiL 
T^O-/ + >^.^ffofe. 8fei*fg. ±i3©ifflflattai^$:±a^L4 < CT"l^^@ 
Lfc. JriKDRtrt# (1r>^^;i/-Xa«l;0MA) ££S 1 B*HEJ&£ 

J:0JRA) *iIlBWfi«S4t. efflfgfiSH a± 

S^ff±ffltS»jDLK«?€:il:«e>T^<^D^U- h U - ^- £ «fc 9 4 5 0 n 
m©S*7 1 cg£zl'J£L;to H*S:SSJD-&rVEGFS:SSinLfc«^0©5ta*l 0 
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0 %<DKD R 'J ymmfe. a^RtfVEGF£&inLT^fc^*£©!R#g£ 
0%OKDR'J >mtfefet LT§^i;l/OKDRU >mkmtk£7$.®tzo 

5iaw*^*> %%i<®}M<DKDR>}>mt5 o%mwmg (ic so ) zn&L 

tz. 

§2 
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mmumi 3 : mmmua 

A3 7 5 th^7/-7ffl (#ffli*AfiS8F3S#J:!)A#) 2 x 1 0M1£j& 
^t-^7-fK(FalconS)ll:IiU 3 7CT#£Lfc. 

it. «WI&«:HJ£&. U#S*l/7~ if (2 0 0 tf g/m 1) £^tT5 0wg/m 
<bLfcaBflaA*K»Stl5«^tCtt (2 +). 1 0 wMT^^fbLfeM^I§86b 

n5*i-&izte (+) tufc. Sfc, i o uM7?»ttJEfl:Lfc«ifi3ft«B»sn«i^ 

tJ^tCte (-) ibit. 
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l fz. &5-ffltt b (Dmmwm zitvtz tzonmmo xbi ommftm £ c x . 

Wllfl:**«*»Oi«#«S T x t U. mifl«IH« (TGIR) = (1- 
Tx/Cx) X 1 0 0 £3jc&£. 
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R4 

(±15^4", 

x#«fctfztt. -en-en, cHStttN^L. 

c.7;n3*->g, c»7;u^t-;us, cj^+zas. -has, s 
fcttjsyisii, coCm7;i/+;ws, c^m^s, c^i^-^g 

*5cklXC I ..7;U+-;i'*fi, Any>R^. CJJ^ + yS, Cm7;U 

□^->*;utK^;u«, 7 = ;i (c©7 5/soisfctt2©**jgi : f-tt. -en 

9BtfcSnwrt>«fcVO H«fcOM&$nTHTt>«fc^K gR"R ,J N-C (= 

o) -o- (R ,, *«tr/R ,, tt, msrztemtziT^Tb&K , frmmtttttt 
c,. t 7)v=¥)vm (c:^7;i'+;i/S«7K^s*fcttCM7;m+xStCetog^$ 

nwtfc«fc^) *&ttSR M - (S) m- (R"tt. C„7)U*)V& 

t«kD«tt*tlTl»Tt)«klrJfiaSiSfc»iTfflft©3~7fi^*igSS*&tt«[S5 
ISI^IU. mttOSfcfilSST) CfcDH&SnTHTfcJ^. 
R'tt. rtaSEC^&SU 

R\ R\ R'fccktfR'te, PI-£fcttJ|J&:oTHT'b < fc< . TfcjfcJSC?. /\o^r 

>isr?. Cm7;p+;us, c,..7;m+->s, c w 7AW*s, nhnS. ■£ 

7cte7^yg£SlU fiU R\ R\ RVfeJ:tfR^irc##*«^«:*-fc:£tt 




r6 r9 r10 



(I) 
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*fcttCM7;u+;u*;u#=.;us*SL. c M 7;u*;pg£fcttCM7JU*;k&;p 
jp-ji/S©7;u*;paJ^tt. Any>®?\ Cm7jh3*->s, 7s;s (7a 
/SttCM7;i/3*^Sfc«k0«ft*nT^Tt>«t^eM7;i'*;u«c«fc»5«lft 

R"te, C M 7JP^i, C^JHr^S, Cm7>+iiJUS (Cu7W 

s. c M 7;uy-;us*«t^c' M 7;^-ji.stt. ^n?ti. /\Dy>a?sfc 

ttC,47J^ + ->SfC«fc0Bft$nT^Tt>«klO. SsfcttR"- (CH.) n- (n 
tt 0 ~ 4 ©fiftfcSU R ,5 «ga?DSfctt?F^DW 3-7 Jlft»SI££gfcH:til 

^;u**fcttc,47;u3**>*K:«kO«Jft$nTir>Tt)J:<. 

2. R\ RVfe«fctfR , W7K3SJBSH t *3rf. If #E 1 KffifcOfcGtt. 

3. RWrtSUS^SSU R'*ct^R ,0 ©U-rn^SfeH^^7j<^TO 

4. X*«N*fcttCH€:3tU Z^CH&It, »#B 1 iCBftOffcfctt. 

5. a (I a) ©{fc^**fcfi-tn60KWK:llFeT*4a[t)L<ttigttt 



R 24 r27 r28 




(la) 
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fcteXR 5 '- (CH 2 ) p-O- (R"tt. AD^>If, C,,7;HJ*-> 
g. CmT^H^^*;!/^-;!/*. (C©75 ;&<D1 £fz\$2(D7m 

,3 N-C ( = 0) -O- (R ,J £cktfR n te. E-£fcttg&-3WTt>J:<, ?Jc 
C«kg«ft£nWTt>J:H) £fcttgR H - (S) m- (R-'ii, C 

,7Ji/^;u»iCct t)Ba*nT^T i b«fc^ffifn*fc»4^fis»i© 3-7 iMtis 

R*\ R'\ R"i3ck^R"«, R-*fcttJlft-3WTt>J:<. jJcSISJSC^, AD 
££«7=/S£IU fit. R M > R\ R":fe«fctfR , ^T#**JK^£3S1-;: 
R"*«fc^R ,, tt. ft— SSfcttS&rjWTfcJ;^ tK*/^. C,.,7;i/*;i/g. 

*fcttCM7;u+ji/*;p^-;PS*aL. c M 7;^;us*fcttCM7;^;p*;u 
#-;i/S©7;wu6B#te. An^>*^. c„7;io*xg, 75 /g (7S 
ysttCM7;i/3+vS{c«fc0tttftsnTv^Tfc«kiriCM7;i'*^»fc«fc0BJft 

R"«, c,47;i/*;us. c M 7;u^-;us. c,..7;i/^-;i/S (c m 7;p*;u 

ttCM7;U3 + S/»t«fcO«lfta*lTV»Tt)«tV») *fcttR M - (CH,) q- (q 

tio~4 ©ss£s u R"ttiafp*fctt3FfiafD© 6 hmmm^m^tz\mmm 

££teC„7;UD*->gfCck9B$SnWTt>cfc<, *fc, fl!S©i&*n£jfctt* 
fiS»l©5Sfctt6M^5R5!!*fctt«3Jtl!ltffi^Ufci:a!ttT»oTfe«fclrO £1 
T) 
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SR 31 - (ch.) p-o-*ai\ ffl*^5k:iH«©{i:^<». 

8. R B , R ! \ R"&£ZfR"<D'Pte< tb l-DtiVWfymTZ&t. W# 

9. R l \ R'\ R"*J:i;R"0^<c<i'blO3fl«itt*JH^Sfctt7y*«? 

sa-r. **i5i:Et«!)ft*ft. 

10. R J \ R ! \ R"&&ZfR*<D&1i<thl"DtfiCi. t 7)\,*F)l,m&3rr t 

1 1. R", R ! \ R , ^fe«fctfR 5, ©5 5 2-pJ&t*3\>l'S ! £aU ?|0O2^ 

TksRjg^sa-r. if 3^ii 5 niBicw{k^#)„ 

12. R 3 \ R", R"^J;lXR :, 0^<a:t>l^^- hog, 7Syg> C 

,.,7;m^->^, £jtttc,-7JWH L :*-g£a-r. tmm 5 tiH«©^^*. 

13. R'\ R :5 fc£tfR"#7K?}tM^£^U R"i5V\Dy>gf , C-7JU 
©fc£$j. 

14. R";fe«fctfR ,, ©ffi##* J £iiC : P£3rr. 9*S5l:E«o^ft, 

is. R"*5ctt;R"©^Tn^$/cOT^^7jc^TO^©se^-r, it* 

16. X^CHSfcttNSIU 
R J, ££tfR"##g&CM7;iO*^g£3iU 
R M , R"i3ct^R : '75i7jc^^^gL, 

R^Aay^^ C„7>>WI/g. CmT^^ + ^S, Sfctenhagsa 

u 

R cfc R % ^ £ ^ L . 

R"*«. Cm7;u*;us, Cm7;|/^t^;1/S. c m 7;u+-;ps (c,. 4 7;m^ 

HCw7;i'3 + ->S{Cj;0M^$nTUT ! b«klO Sfcte- (CH.) q-R J! (q 
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g£^T) £^f. »*S 5 fcE*fc0fls£4to. 

17. X#CH$fcfiN£SU 

R u , R M :fc«fctfR ,, #7jc^II^£gU 

R"A«Aoy>|gf. C,.,7MJPi, C,..7;Hi*->S, Sfctt-hnSSS 
U 

r w a«. c,..7ju*;us. cjj^^s^ Cm7ju+-;ps (c m 7M;p 

S. C»7JP^r-Jl/S*«t^C»7;i'4 1 -;i/Stt. ^n-ftt. Aay>Kf$fc 
ttC, J 7JU3 + ->St<k..0*«l$*lT^Tt>«fc^) Sfctt- (CH.) q-R" (q 

£^T, Mf#9l5fcE*©fl:£*. 

18. X^CH^cHN^iL, 

R", R u £J;£>'R ,6 #7K^I^£aU 

R M 3&«APy>flC^, c,..7;u+;i/S, CmTj^+xI. *fett-hns*a 

R'WTjcSSDK^fcaU 

r asis^w © s * a b > 
a, c J .s7JU'7-^^Si5=ty c c I . 4 7;u^-^Stt, ftifn, /M3y>««fc 

ttCMyj^ + ylCctOli^nx^TtjctlO Sfctt- (CH,) q-R M (q 

D+->g(c £ fcomm$nTv^T : b«fc^7x-;us, trusts, sfctt^^u 

19. X^CHStliNSaU 
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- (CH,) p-0-£8U 

r", R»&&zfR ii tf*mm : ?*&L* 

RWNoy>flif, c,,7;u*;i^ Cm7;uh^^s, *fc«-hns$^ 

U 

R J; tfR "#7KHI^ *S t , 

R n w* c,.,7;u+;i/S, c 2 . s 7;i^-;i/S> c M 7;u+-Ji'S (c^m^u 
«, c M 7;i'^r=Ji'S*s«t^CM7;w4 i -;PStt. ^n-^'n. Aay>*^*fc 

l±CM7JHi^->St«ktJ«lft*nTUTt>J:lrO Sfctt- (CH,) q-R" (q 
2 0. R M *«#«!ftC w 7;U3*->ai*«L. R"*«SR"- (CH,) p-0 

- w*j« 1 9 nie«©ffc'&®j. 

2 1. R"*i, 7K^S, 75/S (dO75/S01 *fctt2 OzKSfe^tt. 

^-n-e'tu 7KK*»c«i:oiiasnT^T i b*v»CM7;u*;usn«fc?)«»*nT 

UTtii^). SfettSR"- (S) m- (R w tt. Cw7;Wr;paSK:i:0«»S 

% 3 v» tt c „ 7 ;wi/S fc «t o mm $ nx v» x t> «t ^mm^n «fc tfsssiscw 

2 2. p*»lT»5. »*3U 9~2 1 o^rn*»-^tiB«o{t^«i. 
2 3. R M *«, *R H - (S) m- (CCTR"te> C^M^glC «fc 0 B 

l, m«0T^§) *aer, 11*911 9-2 i©i?rn*»-wzc«o^». 

2 4. R"#, SR"~ (S) m- (CCTR'U CwTJWI'SCJ:?)! 
M$ftT^TfccU> 1 *fctt21H©S3HI^ : ?-S:^tr : ^fiaa©6M*5!IS:S*S 
U mliOTSS) p^lt'W, »*£ 1 9 ~ 2 1 ©^fft^-JSfC 
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2 5. R"^M^^nTViTfe«J;^tf'J->*JUT*-5tt^2 3£fcte2 4(C 

2 6. X*lCHSfcttNS*U 

- (CH ? ) p-O-fcSU 
R ! \ R"££i!>*R ;6 #7k3iII^£^U 

r j, ^v\d^t>ih^. c w 7;p*;p*, c,,7;m*«>g, £tc\*-hnm*m 

R n tfis c^7)v^-)vm. c»7)]str-fr& c»7)\s*-)\,m (c,.,7;i/+^ 
S, c M 7^^r-;i/S4j«t^c M 7;i/*-^3itt, ^n?n> /\ny>m^tc 

ttC,.47;i/=J^vSf;«fcDg^$nT^Tfc«fcV0 Sfctt- (CH,) q-R" (q 
2 7. R'WM&C.^^ + yS&aL. R'WgR"- (CH,) p-0 

-sarr, if^JS2 6 msis©^^. 

28. R 3, #, 7fcg£g, 7571 (C©75 /S© 1 *fctt2CD**iifTO. 
■tft-Pft. *KStJ: 0BftdnT'v»Tt)J:V»C, J 7;WUSCJ:0SSi$nT 
ViT'b.fcVJ). £fctegR"- (S) m- (R"tt, CM7;U^-;uaUc«tO«Jft$ 

U m«OT*5) £HU pA<l~4®gft£ai\ If #E 2 6 Sfctt 2 7 £ 

2 9. pi«lT*5, II^IS2 6~2 8©Ufn^- 9|»ZlBttCDfl2**. 

3 0. R'W, SR"- (S) m- (d^T'R N (i, Cw7;m i ;p*t«k 
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U miiOtibS) *at". W#92 6~2 8©fr»"*"tt*»— 8fcl3«0fl:£tt. 
3 1. R 3 '^, !R"- (S) m- C^TR'U CmTJWPSKiJ: 0 1 

&$.nwTt>«t:tr>i *&tt2«oa#af^S'&u^Fffisi©6M*g!as*a 

U mteOTftS) &aU pi«lt*5, tt*S2 6~2 8©lr»m^--3St 
l2i£©{t:^tio 

3 2. R'WB&StlWTfc.fc^fcr'J $WT?**»#H3 0*&tt3 It 
I2ic©te£#J. 

3 3. X**CH*fc«N£aU 

R ji *5ct^*R"©^-rn^-^^g^cM7;u=i^->as^L, te^SR" 
- (ch.) p-o-*au 

R", R^i^R'^il^^gL, 
L, 

r ' w# * jbbwi- © s s a u 

r"*«. c„7;M^g> c^j^^s, c^^+n^g (c,.,7;i/*;i/ 
a, c ! 47;i/^r-;i'S*«fc^c«7;i'+i:;i/g«. ftifn, ad 

«CH7;U^ + ->StC«fc»3«tftSnT^Tt>«J:V0 (CH,) q-R"(q 

ttosftiiKDfia^u R"ttADy>ji^, c w 7;wp»£fcfic,.,7^ 

S£a"T) *a-T, 8*3#E 5 £ffi«©fl:£1&. 

3 4. R , '##g&C,,7;lO*->g£aU R^IR 11 - (CH,) p-0 

-&a-r. 3 3 {ciE^©^ti. 

3 5. R'W, 7K^«, 7 5 /g (£©75,>X©lSfctt2©#*]K^tt, 

^n^*n, 7Kesfc«fco«si$nTHTt>j:^CM7;u+^st«j;oafii$*iT 

^T%>J:H). ifcttSR"- (S) m- (R ,4 «, c„7;i/*;ugt;: J: o 

nt IAT t> J: ^ 1 ~ 4 fltt'Mffl? £-£fr$f0 £ 1t teTOffl © 5 M*l?li§5£g> 

ft 5 c m7;u*jus t «k o nx^x t) «fc * «t # k&ik^ 

biiiR^ns i ~ 2ii©saii : f *-&trfiiD*fctt^«a?D© 6 att^atassa 
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b. mteOT£3) $5b. pj&«l~4©8»£gf. BMfcS3 3*fctt3 4 11 

3 6. pA«im tt*«3 3-3 5©^m*»-^fcHB«©<b^ft. 
3 7. R»*J. SR"- (S) m- (uITR'll C^M^I/SK: «fc 

b. maOTSS) W*S3 3-3 5 0^1"tl^— SHIB«0<t^tt. 

3 8. R"t5*, IR"- (S) m- (C^TR'U C.7JWl>£fc«fc OH 
*SttWC&«fcV» 1 ££te2ii©^3?i§i^£^tf^?n©6M^^S£^ 
b, mHOT^S) ££U p^lt$5, 3~3 5 0frv*"tt#>— 9lC 

3 9. R ,4 **«lft*nT^Tfc«fc^lf>J^;UT»S»*3S3 7 £fctt3 8 £ 

4 0. X*«CH*fcttN*Sb, 

R ,, *JJ:^R ,1 ©nm^-^^SgSC,..7;U=i + >'S*3Eb. ffi^jR" 
- (CH,) p-O-SJfb. 
R "£ «fc R"*«#***ft3i b, 

R"^J:t>'R"*V\Dy>^. C W 7WS. C,..7;U3 + ->ai. 
R J 'i3ck^'R"^7j<^^^Sb v 

r w *«, c,..7;i/+;us, CnTfrtr-jum* c»7;u+-;us (c w 7;^ 
*, c ! .,7;u^-;us*«k^c»7;u+^;i/Stt. ^wn, a 

ttC w 7^3*->*lC«t0«»StlWTt)J:H) Sfcfi- (CH,) q-R"(q 
ttO £ifcttl©fiS£3Eb. R"»4/\ny>JR^, C^^SStttC^JP 

4 1. R^^ilCJJ^ + yl^IL. R'WSR"- (CH,) p-O- 

42. R"#, 7j<^S, 7$^* (C©75 /S© 1 *jttt2©**JRTO, 
^n-?n> **aitJ;0BJft*tlTl»Tt)J;^CM7;WUailcJ:»5«ift*nT 
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V»Tfc«klrO, SfcfiSR"- (S) m- (R"«, Cw7;P*;i/StJ:e)«Jft* 

nr *> «£ i ~ 4 m<Dg.mm=f- z-stsmfa ^rc\t^mm<D 5 

U mttOT*5) ££U p*«l ~4©g»*£t\ »*S4 0Sfcli4 1l: 

4 3. ptflT&S. It#^4 0~4 2©t^Tft^-^K:l2«&©fc£^„ 
4 4. R% SR"- (S) m- (CCTR"tt. CwTKMItiOl 
ftStiT^T"bJ:^i*fctt2fl©a*K^P«*tr^ftft06JHI*ils*t« 

4 5. R"*«. SR"~ (S) m- (^CTR'U Cm7W^II:J:DI 
jft$ntHTt><kH 1 Sfctt2ffl©S3jUK ; P*'&tr>F«Sa©6afi3IIS!!SCS*S 
U mteOT&5) p7&UT&<2k »*S4 0~4 2 ©tr>?"*lj&>— £C 

4 6. R"^g^^nx^Tt)J;^eU^;H ; ^Sif5}cJl4 4SAc«4 5\Z 

4 7. TI5^b^Sf¥^bii^$n5{k^S^^tlb©^^W(Cl^T 

(1 3) N- {2-£DD-4- [(6. 7-v>* h^-4-*/ »J;U) 

7i-;H -n' -^nt!;^i/7, 

(5 1) N — (2 -^OD-4- {[6~P< h + v- 7 - (2-^;U*ijyxh + 
vO -4- + yj;H 7i-M — N* - (2, 4-y*7;WD7i- 

;w £U7, 

(6 2) N- {2-*Dd-4- [(6, 7-v7h^->-4-^tVU^) * 
*5/] 7i-M -N' -yaWl//. 

(76) N- {2-£DD-4-[ (6, 7 -v* h + ~>- 4 -^V'Jx^) 
t*->]7i-;H — N ' -X?;i>£U7. 

(117) N-{2-i7DD-4 - [(6, 7-v* h + >'-4-^±yjXJl/) 
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(119) N- (2-2UU-4- {[6-* h + y-y^S-^MUy^o 

#*^)-4-*^/u=;w **^} 7x-;u) -n' -yotr;i/^U7, 

(135) N- (2 -y*DD-4 - {[6-* h*->- 7- ( 3 - 'J 7* 

□#*:/) -4-^±i/U-;i/]^+>>} 7i-jW — n' -yatf;i/^U7, 

(142) N- (2 -*DD-4 - {[6 h^~>- 7 - 

_ 4 »j;i/]^-+->} 7i-M — N' -7"Dtf;|/7l/7, 

(143) N — (2 -£PD-4 - {[6-*K*->-7- U-fcf'Jv^Mh 

-4-+;'jj^y) 7i-jw — n.' -yotf;i/^^7, 

(144) N- (2-i7DD-4- {{6-*h*i>-7- (2- ; EMUyx 
h + -4- + yUJ^->} 7x-;U) — N* -7"ntf;U9l/7, 

(145) N-[2-^DO-4- {(6-^ h^->-7-[2- (1H-1, 2. 
3- KU7V-;P- 1 — ih^y]-4- + yUJH ^->)7x^]- 
N' -7*0 e;U9U7, 

(146) N-[2-^OD-4- (7- {[2- ( 1 H- 1 ~f 5 ^/U -JW X 
h + y]-6-yh*->-4-^7'JJH t+y)7i^]-N' -7n^9 
1/7, 

(148) N- [2 -;7DD-4- (6-*h*->-7- {[2- (4-*3\>H£ 

^7^y) xh+y) -4-+;u;H 7iui/] -n' -7*ot?;i/9 

1/7, 

(149) N- (2-£on-4- {[7- (2-kh*D^yXh + y) -6- 
Vh*->-4- + ;'j;4t4 l '» 7ixW -N* -7"d 

(151) N — (2 -70P-4- {[6-^H + ->-7- (3-tMiJ/7* 

-4-*/ u;P]**S/l 7ix;i/) — n ' -7*ntr;i/'7U7, 

(152) N-[2-£7DD-4- (6-*h*->-7- {[3- (4-^^JHf 

^7yy) 7a#*->]-4 uju) ^-+5/) 7x-;u]-n* -7otr;u7 

1/7, 

(15 3) N-[2 -y- □□ - 4 - (6-* h*->- 7 - {[3 - (1H-1, 2, 

3- K'J7v*-Ji/-i --r;M 7o#+^]-4- + yg;i/) 7ixjb] 

— N* -7*D 0^91/7, 
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(157) N- {2-*DD-4-[(7 - (3-[ ( 2 - t h* P* ylfW 

5=-;w 7s/]7'ptf*-» -6-* h*s/-4-*/y;w ^->]7i-jh 
-n" -yptr;i/^u-7, 

(15 9) N- {2-amD-4-[(6-* h*->-7- {[5- (1H- 1. 

2, 3-HJ7 , /-;u- 1— r;w ^>^;ypj-*v} -4-=^yj;u) 

(160) N-[2 -£DO-4- (7- {[4- (1H- 1 -fS^V'JJl') 7* 
h + ->]- 6 h + v-4 -*y"JJH tti/) 7x-;i/]-N" -yPtf^^7 
U7, 

(162) N- (2-?PP-4- ![6-^h + y-7- 

- 4-*-fV } )—)V]**i/) 7x-;i/) -N* - (2, 4-f/7>IU^- 
D7J-JI/) 7U7, 

(163) N- (2-*DP-4- {[6-^h^->-7- ( 3 -tJl>/ft U / 7" 
P#*-» -4-^VU-;i']^->} 7i-M -N' - (2, 4-y7^ 
tD7i-JW 7 1/7, 

(164) N-[2~7PP-4- (6-* h*->-7- {[3- (4 - *^;i/t? 
^->V) 7'D^y]-4-WJ^H 7x-;)/)-N' - (2, 
4-y7WD7iZM 7U7, 

(165) N- (2-^DO-4-[ (7 - (3-[ (2-kHo + ylfjW 
?;U) 7S/)7 r P#*-» -6-^h*y-4-+t , /'Jx;W ^y]7i" 

-N' - (2, 4-y7W07i-JW 7U7, 

(168) N— (2-^PD-4- {[6 h + ->- 7 - O-^UyT" 
P^+-» -4-+yj;i/]^y) 7ilJl/) -N' - (2, 4-77MD 
7zr;P) -71/7, 

(169) N- (2-70D-4- {[6-^h + ->-7- (3-lf>JyJWf 

-4-+yj;U]^^} 7x-;u) -n' - (2, 4-y7;wo7z 

-Jy) 7 1/7, 

(170) N-[2 -7PP-4- (6-^h^->-7- {[2- (1H-1. 2, 3 

- K U77-;u- i — f Ji/) xh + ->]-4-+yu;n :*-*«» 7x-ju]-n 
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' - (2, 4-v7JWD7iZJW £U7. 

(184) N- (2-£nn-4- {[6-* h + ->- 7 - (3 — tf^'J : s J~Ju 
-4-^l/'J=;W -N' -^^;i/^U7 

(185) N- (2-£no-4- {[6-* h*->-7- (3-tM'J^/yD 
jJ^vO -4-+±7U-;H 7x~Jl/) — N' -X^>7l/7, 

IX 

(186) N- (2-^7DD-4 - {[6-* h*:>- 7- (4- t'JyJM h + 
x) -4-^y'JJl/] 7iZ;W -N' - (2, 4-y7MD7i = 

4 8. m&hi ~4 7 (D^?nfr-mz&m<Dfc£®£fzte^ft£><Dm¥&) 
49. m-h. mBLm&m&&* *ttH*u*T?% ««. jfo-Aitii 

MM 4 8 £IE«©E£mfi£ft. 

©testes. 

5 2. »j&si~4 7 ©^rn*»-^K:i3tt©<b&«j*ttt-tn6©8i^tt 
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